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6 (s, 3H), 6. 52 (d. J=5. 28Hz, 1 H) , 7. 27-7. 6 
1 (m, 6H), 7. 7 5-8. 0 0 (m, 3H), 8. 5 0 (b r. 1 H) 

MJfcftflHt (FD-MS, m/z) : 3 3 1 (M + ) 

HWJ4 

6, 7-vy h^y-4- (7-y h^->-2 -f7f)bt^^) * J 'J > 
(1 3) 

. 4-?dd-6, 7-v^ h*<>*y U> (8 9mg) £mgfco n n©7-y 
•>-2-t7h-^ (2 0 9mg) £fi£U 1 8 0 W3 0 L fcflU 

*»W2ilH«0»mwJ:-5TfW8U *H©ffc£4&l*5 9mg x ft$4 1%T 

X H-NMR (CDC 1 «, 9 0MHz) : 5 3. 9 2 (s. 3 H) , 4. 0 
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5 (s, 3H), 4. 07 (s, 3H), 6. 54 (d. J=5. 49Hz, 1 
H) , 7. 1 0-7. 2 4 (m, 3 H) , 7. 4 9-7. 9 1 (m, 5 H) , 8. 
49 (d, J=5. 49, 1H) 
JCS##HE (FD-MS, m/z) : 3 6 1 (M + ) 

mm 5 mmi) 

* H -NMR (CDClg, 90MHz) :64. 00 (s, 3 H) , 6. 7 
9-6. 8 9 (m. 2H) , 7. 3 0-7. 4 8 (m, 2 H) , 7. 6 9-7. 
9 0 (m, 2H) 

(FD-MS, m/z) : 1 7 4 (M + ) 

6, l-m (5-y h^y- i - j- y jut i/) *J 'J > 

(1 1) 

4-*oD-6, 7-y>h + ^;'J>(85rag) iHWJ5T^/c5- 
t h^'>-l-^7h-;U (6 7mg) £*g&U 1 8 0 t C4 J 2 OOTtl^L/: 

^ H — NMR (CDC 1 3 , 9 0MHz) : <5 4. 0 4 (s, 3 H) , 4. 0 
8 (s, 6H) , 6. 3 1 (d, J =5. 27Hz, 1 H) , 6. 8 3-6. 9 
2 (m, 1H) , 7. 3 4-7. 6 1 (m, 4H) , 7. 7 5 (s, 1 H) , 
8. 2 0-8. 2 9 (s, 1H), 8. 43 (brs, 1 H) 
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K&fiVrm (FD-MS, m/z) :36 1 (M + ) 

mm 7 

6, h*->-4- (4-^>K'J;U^^-» *y 'J > (1 7) 

4-^dd-6, h*'>*y 'J > (1 1 2mg) irfJfl&S.© 4 - 1 K 

n*W>K-;b (2 0 0mg) £21&U 1 8 0°C*3 Oftmm&Uz 0 Km 

fil£?OD*;kk/#&xf-;l, (3/1). T-Jg^ta^l"/ 'J □ v h V 

1 H-NMR (CDC 1 3 . 9 0MHz) : <5 3. 9 5 (s, 3 H) , 3. 9 
6 (s, 3H) , 6. 0 8-6. 13 (in, 1 H) , 6. 3 5 (d, J = 5. 2 

4 

8Hz, 1H), 6. 83-6. 93 (m, 1 H) , 7. 29-7. 45 (m, 
5H). 7. 62 (s, 1H), 8. 40 (d. J = 5. 05Hz, 1 H) 
M£4!fli (FD-MS, m/z) :3 2 0 (M + ) 

^Sfi#iJ8 

6, lzJLLt±kz±zJl> 4-?y h*->7xy*»» *>nj> (8) 
4-?oo-6, l-'J* h*S/*y«J > (9 Omg) <hmfiSn D a 0 3, 4->> 
> h*<>7*y-;l, (18 7mg) *fi£U 1 8 0W3 0#RaSt#ltf:SU 

^ H — NMR (CDC1 3> 5 0 0MHz) : 5 3. 8 7 (s, 3H) , 
3. 9 3 (s, 3H) . 4. 0 5 (s. 3H) , 4. 0 6 (s, 3H) , 6. 4 
5 (d, J=4. 9Hz, 1H), 6. 75 (dd, J=2. 4Hz, 9. 2H 
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z, 1H), 6. 7 5 (d, J =2. 4 Hz, 1 H) , 6. 9 3 (d. J = 

9. 2Hz, 1H), 7. 42 (s, 1 H) , 7. 57 (s, 1 H) , 8. 48 

(d, J=4. 9Hz, 1H) . 

»ft##H£ (FD-MS, m/z) : 3 4 1 (M + ) 

H»J9 

6, l±£z±z (JLz±Z *J *1 > (j 5) 

4-*nn-6. 7-yV K + ^+y 'J > (90mg) £rfrg£ a n n 06-t Kn 

**>*y u > (17 6m g ) t&mu mmms tmmoMev&totst&iim 

tSCiK«k*jSa©<b^«J*6 2mB N C*4 696T#fco 

1 H-NMR (CDC J 3 , 5 0 0MHz) : <54. 05 (s, 3 H) , 
4. 06 (s, 3H), 6. 56 (d, J = 5. 5Hz, 1 H) , 7. 44- 
7. 6 2 (m, 5H) , 8. 1 3 (d, J = 8. 5 Hz, 1 H) , 8. 2 2 (d, 
J =9. 2 Hz, 1H) , 8. 5 3 (d, J =4. 9 Hz, 1 H) , 8. 9 4 
(d, J = 4. 3Hz, 1H) 
fffi^tffii (FD-MS, m/z) :33 2 (M + ) 

Sttfll 0 

6, ]_z21 L±^Z±I (3-7;^D7x;4-» *7 'J > (4) 

4-?od-6. 7-v» U> (1 0 Omg) irfilRS© 3 -7)1 

tD7x;-;K0. 2 0ml) £££U 1 8 0°C#3 Ofi®m&Ltz 0 KJE 

t s -> «j * 7 a * d -7 h 7 -r - jet t) mm u 1 2 5 
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* H-NMR (CDC 1 g, 5 0 0 MHz) ■ 6 4. 04 (s, 3H), 
4. 0 6 (s, 3H) , 6. 5 6 (d, J = 4. 9Hz, 1 H) , 6. 9 3 (d, 
J = 9. 2Hz, 1H), 6. 95-7. 05 (m. 2 H) , 7. 39-7. 4 
5 (m, 1H) , 7. 4 7 (s, 1 H) , 7. 50 (s, 1H), 8. 5 3 (d, 
J=4. 3Hz, 1H) 

ULMfttirfe (FD-MS, m/z) :2 9 9 (M + ) 

mmmii 

6, 7 -V* h^-y-4- (3-fc Ko^i/? x 7 * -» * J U> (5) 
4-^dd-6, 7-yy h+i/+;'J> (3 0 0mg) <fcmfi£o a n© UVVUS/ 
y*J7*7—Y (0. 8 3 5ml) £M&U 1 8 0W3 0fi®m&ltz o 

^37mg N ^9%Tl#*: 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 01 (s, 3H) , 
4. 0 2 (s. 3H) , 6. 4 8 (t, J =2. 4 Hz, 1H) , 6. 5 9 (d, 
J=5. 5Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 7. 3Hz, 1 H) 
, 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9Hz, 1H), 7. 39 (s, 1 H) , 7. 47 (s, 1 H) , 8. 40 

(d, J = 5. 5Hz, 1H) 

%mtfrm (FD-MS, m/z) :2 9 7 (M + ) 
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$mmi 2 

6, K*>-4- {±zl2*2jJJLkl±A ])> ill 

4-^dd-6, 7-->7ht^;'J> (1. OOg) imfiSn n a0 4-yu 
*7±y->l (1 1 5mg) *8£U 1 8 0°C*4 0#ffl«#lfco Sl&fi^ 

^-r 1101^1. 2 0g N JK*S7 6KT#fc 0 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 54. 04 (s, 3H) , 
4. 05 (s, 3H), 6. 48 (d, J=4. 9Hz, 1 H) , 7. 08 (d, 
J =8. 5 Hz, 2H) , 7. 4 3 (s, 1 H) , 7. 5 1 (s, 1 H) , 
7. 58 (d, J = 8. 5Hz, 2H), 8. 51 (d, J=4. 9Hz, 1 H) 
ffS£fftf[ (FD-MS, m/z) :3 5 9 (M + ) , 36 1 CM + + 2) 

H»J13 

6, h*is-4- (2-^ yjtk2jJJt2l *J x >> (1) 

4-?oo-6, 7-i?/ V*is*JV> (1 02rag) £ ffilRSO 2 - ^ h 
+ >7x/-;W(0. 5ml)£fi£U 1 5 OWSNflHHWLfco 

7 6mg, W5 4%Tf#^ 
1 H-NMR (CDC1 o, 9 0MHz) : 5 3. 7 8 (s, 3 H) , 4. 0 
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5 (s, 3H), 4. 05 (s. 3H), 6. 31 (d, J = 5. 3Hz, 1 H) 
, 6. 9-7. 4 (m, 4H) , 7. 4 2 (s. 1 H) , 7. 6 3 (s, 1 H) , 
8. 4 5 (d, J = 5. 3Hz, 1 H) 

(FAB-MS. m/z) :3 12 (M + +l) 

H«J 1 4 

6, 7-y'nty-4- (3-^ b±2Z*Z*±> * y (2) 
4-^dd-6, 7-v> h + (1 0 3mg) £ffiES©3-y h 

*«>7x/-;b (15 8mg) £fi£U 16 0W9^r»Lfc, ^CM^ 

fc* 0 »« U £S0{t&$l£ 2 9 m g N IR* 5 2 %T#7t c 

1 H-NMR (CDC1 3 , 90MHz) : d 3. 82 (s, 3H) , 4. 0 
4 (s, 3H) . 4. 0 5 (s, 3H) , 6. 5 3 (d, J = 5. 3 H z, 1 H) 
. 6. 7-6. 9 (m, 3H) , 7. 35 (t, J = 7. 0Hz, 1 H) , 7. 
43 (s, 1H), 7. 54 (s, 1 H) , 8. 50 (d, J=5. 3Hz, 1 
H) 

WMftVrM (FD-MS, m/z) :311 (M + ) 

6, 7-vy N4->-4 - (4-y h^^w*^) *y »j> (3) 

4-? 00- 6, 7-9* Y* : s*J <)> (1 0 3m g) £ffil5,S®4 h 
^•>7x;-;l/ (2 8 6mg) £«£U 1 5 6^aSLt 0 5J$g£ 
tt^ttfDftlfcjc^hU^^TKiSttWftLfc^ *<i:ftKx*;i,T£I}U ft 
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^rgBaf * -> y * y 5 * a -7 h * 7 7 * - jc £ 0 J^SS! U M0fb£ 
tt£2. 2 1g N JR$8 896Tlifc 0 

X H-NMR (CDC l 3 , 9 0 MHz) : 5 3. 8 5 (s, 3 H) , 4. 0 
5 (s, 3H), 4. 05 (s, 3H), 6. 41 (d, J=5. 3Hz, 1 H) 
, 6. 97 (d, J=9. 5Hz, 2H), 7. 14 (d, J=9. 5Hz, 2 
H) , 7..4 3 (s. 1H) , 7. 5 8 (s, 1 H) , 8. 4 6 (d, J = 5. 
3 Hz. 1H) 

K«##HI (FAB-MS, m/z) :312(M + +1) 
H»J1 6 

6, 1 h4y/-4- (5-^y *J U > (1 4) 

4-*od-6, 7-v^y h + y^yj> (50mg) £miSo°o© 5 - 1 Ko 
+ >j > (5 Omg) £fi£U 1 7 0t*l 0£IH«#Lfc o K£ft&tt 

£LTi#*g&£M^>/#g£xf-;i, (1/1) TWMU Ii:^dd*M 
/* (5 0/1) TSMt5?Wi'>'J*y^^n^h/5 7>f-lcJ:t) 

H-NMR (CDC 1 3 , 9 0MHz) : <5 4. 0 6 (s, 3 H) , 4. 0 
7 (s, 3H), 6. 35 (d, J=5. 3Hz, 1 H) , 7. 2-7. 5 (m. 
3H) , 7. 6 8 (s. 1H) , 7. 7-8. 4 (m, 3 H) , 8. 4 6 (d, 
J = 5. 3Hz, 1H), 8. 49 (dd. J = l. 76Hz, 4. 17Hz, 
1H) 
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MbHJHt (FD-MS. m/z) : 3 3 2 (M + ) 
H»J1 7 

6, L*±Z±I (1 -j-7?;M-*» *y 'J > (9) 

4-^dd-6, 'J> (97mg) imSSa D n ©l-^7 h 

-;U (3 4 Omg) £*I&U 1 5 0°&pSV$mWltz o 

i-jm^S-Vy/mt^b (3/1) T®B§gL ?no*;UA/y 

(i o o/i) •es§gt-5'>U7!7y;u^5A^D-7 b??z>< -K^tomnu 
m^l-vy/vm^l-ji (l/l) TW^I^^^^ovh^? 

4 -ICJ;-oT^i|i^taCcbT\ ^1©^^5 7mg, iR$4 0%T^fc o 
1 H-NMR (CDC 1 3 , 9 0MHz) : <5 4. 0 5 (s, 3H) , 4. 0 

5 (s, 3H) , 6. 32 (d, J=5. 3Hz, 1 H) . 7. 2-7. 6 (m, 
5H), 7. 74 (s, 1H), 7. 8-8. 0 (m, 3 H) , 8. 35 (d, 

J = 5. 3 Hz, 1H) 
m$Vrm (FD-MS, m/z) : 3 3 1 (M + ) 

6, 7-v^ h4->-4- (5— Y>K'J;M-*-» *y >J> (16) 
4-^od-6, 7-W h + WJXl. Og) imBSS&OS-fc: Kd 
*W>K-;M1. 19g) tm&L 1 50^*1. 5f$Rgjfc#lfc 0 RJG 
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* H — NMR (CDC1 3 , 9 0MHz) : 5 4. 0 5 (s, 3 H) . 4. 0 
7 (s, 3H) . 6. 4 2 (d, J =5. 3 Hz. 1 H) , 6. 5-6. 7 (m, 
1H) . 6. 9-7. 6 (m. 5 H) . 7. 67 (s, 1 H) , 8. 4 4 (d, 
J=5. 3Hz. 1H) . 8. 55 (b r, 1H) 

(FD-MS, ra/z) : 3 2 0 (M + ) 

6. 7-i?S Y^-v-4- (3-ji F^-/7x-;W) *7 U > (11 7) 
4-* do- 6, 7-v^y h + ^4-y;> (5 0mg) tm&(D3 -S 
vKy^y^-ji (77mg) £zg£U 18 0t*3 0WJ$Lt o H*fe 
^J18i|iJ^O^|CckoT)|tS!U aiO^»72mg, JR$100%T 

X H-NMR (CDC1 3 . 9 0MHz) : 6 3. 7 9 (s, 3 H) , 4. 0 
1 (■. 3H). 4. 03 (s. 3H). 6. 84 (d. J=4. 8Hz, 1 H) 
. 6. 9-7. 5 (m, 6H), 8. 45 (d, J=5. 1Hz, 1 H) 
(FD-MS, m/z) :3 2 7 (M + ) 

$mm2 0 

6. 7-S? y h*->-4- (4-y h*->7x-;t^;f) *j u > y t a>> 
4-*od-6, 7-PV h + y+;'J> (5 0mg) £rfJli£ D D o<D4 -/ 
5"<>*>**-;i, (6 3mg) *«*U 15 0W»H»Lfc. JtJM* 

«©ft£tt*8 Omg, JR^l 0 0%TH*: o 
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H-NMR (CDC 1 g. 9 0MHz) : 6 3. 8 8 (s, 3 H) , 4. 0 
3 (s, 3H) , 4. 0 5 (s, 3H) , 6. 6 0 (d, J =4. 8 Hz, 1 H) 
, 7. 1 5 (d, J =8. 7 Hz, 2H) . 7. 3 8 (s, 1 H) , 7. 3 9 
(s, 1H), 7. 52 (d, J=8. 8Hz, 2H) 8. 39 (d, J=5. 
1Hz, 1H) 
MbMHB (FD-MS. m/z) : 3 2 7 (M + ) 

HJfe#J2i 

rfJ&fi©4--7o*7xy-;l/ (1 7. 3g) £N, N-vV^;l/^;l/A7^ 
K (9 Om I) K&JJSlfcgU *?£T7R*fc* h M^A (2. 6 4 g) £jD;Lfc 0 
SflTfcT-HftttftSL ?DoyWfAi-fJb (8. 35ml) ^1ja^ 

V >~?mffit i v IJ *7 7^*7 7 A ? D -7 h 7 4 - £ «fc »J *t$U U ^ SO-ffc^ 

1 H-NMR (CDC1 3 , 9 0MHz) : (5 3. 4 6 (s, 3 H) , 5. 1 
3 (s, 2H) , 6. 9 1 (d. J =9. 2 Hz. 2 H) , 7. 3 8 (d, J = 
9. 2Hz, 2H) 

H£0rfil (FD-MS, m/z) : 2 1 6 (M + ) , 2 18(M + + 2) 

zamn (mm) 

4 - h U-n-7>;l/?->-l h*->y 7-;U7xy-;U 
HSS0J2 1 4- 7*o*-l-;< b*i/M*)ly*J-fr (1 5. 99g) 
£&7kx h 5 1 K a 7 5 > (20ml) U 7 to* >&ffi^TmB5o D o© "7 
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yZi/VAl&jfc (l. 97g) ^flD*. Ii:3f|Oi*f h7t Kn77>g 

^IfiClofc^, fh7kKn77> (10ml) KtfRlfcmiRS© 
JI<bMJ-n-7*7^*X (2 3. 9 9 g) £#o< VtffiTltio M£#4B# 

?OD * ^il£&7j<6fi&-? ^* i/ 7 AT"§£j£ L ttflETSHiSi f * £ i 
fc*03Bli©<b£4&£3 1. 3 9g^«¥10 0«THfc o 

2 H-NMR (CDClg, 90MHz) : <5 0. 8 0-1. 65 (m, 27 
H) , 3. 4 8 (s, 3H) . 5. 17 (s. 2H) , 6. 9 1-7. 4 2 (m, 
4H) 

WmttVtm (FD-MS, m/z) :4 2 8 (M + +1) 
KWJ2 3 

(1. 2 8 2 g) £rfJflfo£©4 - (h ij7;WDyfi) )l? o i) K 

(6 2 6mg) ?:^d*U (5ml) tcfcj»U m»S©t^ (Mj7*x 

;U*X7^ » (II) *d»J K (8mg) *AtU 5I&NHKL*:. 

K£fi£l&**£x-: r*T?£HaU x-r;t>#£f&f07»Wba »J ^AtK^T- 

*i»^*S/*A-eiaiLfco ttBET«Kff£tt(cf«&n^:S« (1. 0 28 

g) ^fh7kKo77> (2ml) * (5ml) £ 6 

« (1 2m 1 ) £Jd;IT4. 5*IW»[Lfco SiS^^tSfD^b^ h 'J 9A 
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MS^tlTii (FD-MS, m/z) :26 6 (M + ) 
HWJ2 4 

(4-F l JWoyf^7x-;b) {4- [(6, 7 -v>V h*»>-4 -j- 

y W 7i.ii/) y ?y > (2 9) 

4-*od-6, h**>*y D> (8 1mg) £HJfe0J2 3T1#£4 

-tKD+->7x-;b 4- t> 'J 7;M-d> f;l7x-;b (28 8mg) 

£S£U 18 0W2 0#Fe18!t#LttgL ^fCil^^^+U- >/7* h > 
(2/1) T-M§§-r^^l'>'J*>r , ;Ui7D-7h^77^-icJ:i9fSis;L N gjg® 

* H -NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 03 (s, 3 H) , 4. 
06 (s. 3H), 6. 68 (d, J=4. 9Hz, 1 H) , 7. 29 (d, J 
= 8. 5Hz. 2H), 7. 46 (s, 1 H) . 7. 47 (s, 1 H) , 7. 7 
8 (d, J = 7. 9Hz, 2H), 7. 91 (d, J=7. 9Hz, 2H), 
7. 94 (d, J=9. 2Hz, 2H), 8. 59 (d, J=4. 9Hz, 1 H) 

Mft^tFrt (FD-MS, m/z) :4 5 3 (M + ) 

^5fe0iJ2 5 (#%#]) 

4-I:Kd4->7x^ 4 -y ^;b7x-;U >rh> 
^Jfe0J2 2T*#fc4- h'J-n-y^^y-l -y h*>y f;l7x; -;!, 
(1. 28 2 g) <h7fJfl£o D D ©4 - bJU*<<Jlta 'J K (4 6 4mg) £?pd* 
(5ml) Ic^j^L. mB5a D DOex (h'j7x-^X7^» /^^7A 
(II) ^dij K (8mg) £Aft> 8tiir&&MliZo KfoMStoZMMW 2 3 t 



WO 97/17329 



5 7 



PCT/JP96/03229 



Uz 0 m.TMm%£mtz&m (9 6 7mg) K7tKD77> (0. 5 
ml) lz®MZi£, 7K (4ml) t 6 (10ml) £jQ;iT 7BS&1 

lmg N iR« 4%T*tfc 0 
®S##HS (FD-MS, m/z) : 2 1 2 (M + ) 

H»J2 6 

(4- [(6, 7-->V Y*v-4-*JV)l) 7x-;l} (4-^ 

^;b7x-;U) t?jy (3 0) 

4-*dd-6. 7-vV h4->*yj> (89mg) iHWJ2 5Tii£ 4 
-kKn+i>^xJi;U 4->f;i/7x^ (2 4 8mg) *S^U 

1 8 or.tM O^mui H»«2 4iH*©^STlWW-*CiCJ:e) % 
SS®ft£&£l 1 8mg, iR$74^ifc B 

1 H~NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 4 5 (s. 3H) . 4. 
03 (s, 3H), 4. 06 (s, 3H), 6. 65 (d, J = 5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2H), 7. 30 (d, J=7. 9Hz, 
2H), 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d, J = 7. 
9Hz, 2H) , 7. 9 1 (d, J =8. 5Hz, 2 H) . 8. 5 7 (d, J = 
4. 9Hz, 1H) 
M£tfHi (FD-MS, m/z) : 3 9 9 (M + ) 

^Jfe^J2 7 

(1. 28 2 g) imiISn n n0 3-^0DOy^^^D'J K (5 2 5mg) 
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dd*U (5ml) izfeML Tfiffi&Wx (Mj7x-W77^» '<y 
i> 9 A (II) 7d'J K (8mg) ZAtl, 7 8fffl&mUz 0 SJ&I^^WJ 
231 mm®l5&?Am t Z Z t \z X *)'&tz x - f- ;U* &tMM^ ^* v/ 9 
ATSagUc 0 ^ET^Si^^l (1. 9 1 4 g) ©ft % -» (1. 5 
6 3g) fh7tFD77> (1ml) * (7ml) £6 

N£&7k?g& (1 7ml) <H0AT8l$F H 1MU;o SCzi^^ll^J 2 3 <!: 
l^$®7j&T«l U mm<D4t£®Z 3 1 3 m g , 2 2 %T*#/c 0 
mm##fiii (FD-MS, m/z) :2 3 2 (M + ) 

HS60J2 8 

(3-^dd7x-;I/) 14- [(6, 7-/^^^-4-4;']^)^ 
->3 7x_;i/} y^y > (3 1) 

4-*oo-6, 7-vV h + 'J> (89mg) £H^J27T^3 
-^dd7xx;U 4-tKn + i/7xX^ y h > (2 7 9 m g) ZM&L 

180^+120 mm# itzo nmm 2 4 1 mm® ^mumm * c t k ,t ^ 

%m<Dik&®}£& 7mg N iK^4 0%T-^ o 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 05 (s, 3H) , 4. 
01 (s, 3H), 6, 7 1 (d, J = 5. 5Hz, 1 H) , 7. 3 1 (d, J 
= 8. 5 Hz, 2H) , 7. 5 1 (s, 1 H) , 7. 6 9 (s, 1 H) , 7. 9 
4 (d, J =8. 5 Hz, 2H) , 8. 12 (s, 1 H) , 7. 3 7-8. 0 3 
(m, 4H) 

n&fitirm (FD-MS. m/z) : 419 (M + ) 
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^»J2 9 (#%#)J) 
4 - t -7^;U7x-;b 4 -/ t±i£2±j=Jk. ^> 
rfJKiS©-hpy*> (5ml) 4\ rUjESOT- V-;b (54 lmg) i rf? 
RS©4- t-7*;lx<>'/-OU*DiJ K (9 8 3mg) irfiJRS©^*>^^ 
A(lli)hU7;U^D^^>x^*^-h (4 9 2mg)£Jn;U 6 0°C{CT2 

>T-g§at 5 >> y # w# 7 a ? d v h 7 < - * i9 us/ 1> mmoit&yi 

£8 6 2m g> iR^6 4%T^/io 

(FD-MS, m/z) :2 6 8 (M + ) 

4 - t -7*f-;l7x— ;l/ 4 -b Kn^j/7x-=.;l/ jr h > 

9T'^rt4- t -7*?-;U7x^;U 4-yh + >>7i-i yh> 
(8 6 2mg) £N, N-J>y*A*fc;bA7 5 K (3 5ml) fcjfcflPU * h U 
*Af-*y h + vK (5 6 2mg) *Jd^ 7;b3*>^fflmT3NFP B 1«L^c 

7\<M&v i/vJ* V&m U «ET««fi*t -5 C £ ic «fc t) > ««Oft^«j«. 
7 9 4m g> WmVlHT-fttio 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 61. 36 (s, 9H) , 
6. 92 (d, J=8. 5Hz, 2H), 7. 49 (d, J = 8. 6Hz, 2H) 
. 7. 72 (d. J = 7. 9Hz, 2H), 7. 79 (d. J=8. 5Hz, 2 
H) 

®fi#0HI (FD-MS, m/z) :2 5 4 (M + ) 
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m&m i 

(4-t-m7x^) {4- [(6, 7-->V h^'>-4-^y;;l/) 
*±ij} 7x-;l/} *5 jy (3 2) 

4-^do-6. 7-^V h*i/+/ U> (3 4 lmg) <hH^J3 0T1§£ 
4-t-W7x-Jb 4 - 1 Ko + >>7x-;U * h> (7 7 5mg) &g 

1 H-NMR (CDC 1 q. 5 0 0MHz) : cS 1. 3 8 (s, 9H) . 4. 
0 4 (s, 3H) , 4. 0 6 (s, 3 H) , 6. 6 5 (d, J =5. 5 Hz, 1 
H) , 7. 2 7 (d, J =8. 6 Hz, 2H) , 7. 4 5 (s, 1 H) , 7. 5 
0 (s, 1H), 7. 52 (d, J = 8. 5Hz, 2H), 7, 78 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J = 4. 9Hz. 1H) 

S*£0r*t (FAB-MS. m/z) :44 2 (M + +l) 

H»J3 2 (#%PJ) 

4 - b"7x-;l/ 4-n4->7x-jl/ >rb> 

rfflRS©-hny*> (5 0ml) miRS.©7-7-;b (3. 24 4 g) 
<fc7Ufi££04-7x-;K>y'r;U?D'j K (6. 5 0 0 g) <hmBSo D D c?W y f 
^t*7A (III ) h*)7)l*v/fi>X)\,**-h (1. 8 6 1g) m> 
6 0TlCT2 4«fBia»Lfc o RJfiKMl**i^DD*^A7f»li* % ^oo 
't>^A®^^5^T^->7AT«tiSLMffT^S*LT^^S (9. 8 
4 2g) cd-IB (1. OOg) ^*tf>/7*r>TJRM**'>'J*y 
^*7A?DTh^774-C*$**!jlU 3?®0ft£#!£3OOing N JR$3 
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X H-NMR (CDC 1 g, 5 0 0MHz) : 6 3. 9 0 (s, 3H) , 6. 
98 (d, J =8. 5Hz, 2H), 7. 40 (t, J=7. 3Hz, 1 H) , 
7. 48 (t. J=7. 3Hz, 2H), 7. 65 Cd, J = 7. 3Hz, 2H) 
. 7. 76 (d, J=8, 6Hz, 2 H) , 7. 85 (d, J=8. 5Hz, 2 
H) , 7. 87 (d, J=9. 2Hz, 2H) 
Mfi^tffM (FD-MS, m/z) :2 8 8 (M + ) 

^wj3 3 mm\) 

%nmZ2T?'&iz4-\iZ>3.-)\, 4-/ h*i/7±-Jl> *h>(2 6 7m 
g) £N, N- Vt*)l*)lJ*7l Y (2 0ml) IzfefgU + h >) <5 / 
H + i>K (16 2mg) £tQ*_ s 7 )l 3 >^ffl^T 3 BIFb^jSM Ltz Q Kfom&to 
Zl 0%>) >m7k®fct&Wl3L?-)\,T:ftmU #&x^WI£0. 5NS8i£$g7k 

1 H-NMR (CDClg, 5 0 0MHz) : <56. 91 (d, J =8. 5H 
z, 2H). 7. 43 (t, J = 7. 3Hz, 1 H) . 7. 52 (dd, J = 7. 
3 Hz, 7. 9 Hz, 2H) , 7. 7 0 (d, J =8. 5 Hz. 2H) , 7. 7 
5 (d, J=7. 9Hz, 2H) 7. 77 (d, J = 7. 9Hz, 2 H) , 7. 
83 (d, J = 7. 9Hz, 2H) 
3£g#0rM (FD-MS, m/z) :2 7 4 (M + ) 
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H»J3 4 

(4- [ (6, 7-v>'y h*->-4-*y W 7j-^->] 7x-;M (4-lf 
7x-;i) y ^y > (3 3) 

4-^od-6, h**>*7 «J> (6 5mg) iHJte^J3 3Tlf^4 

-t:7x^;U 4-h FD+y'7x-;b y h> (7 9mg) £il£U 1 8 0 
c C^3 0^»L/c o Km&&m?'aa + )IL>/&®JL1-)I (i o/l) T 

®§s t mm v u * ff )i >> d ^ h 7 ^ - iz x o mm i , mmvit&mz 5 0 

m g> JK$3 7%T-^fco 

* H -NMR (CDCl 3 , 9 0MHz) : 6 4. 11 (s, 3H), 4. 1 
4 (s, 3H), 6. 74 (d, J=5. 3Hz, 1 H) , 7. 30-8. 09 

(m, 15H), 8. 65 (d, J=5. 3Hz, 1 H) 

«S#tfHI (FAB -MS, m/z) : 4 6 2 (M + ) 

Mife^J3 5 (#%#J) 
4-;< h*->7x-;U 2--j-7f-;b >rh> 

$i D a n C-hoy^> (1 Om.l) <k rfJ|eD C D©T^7-;l/ (1. 08 1 g) 
irfJfiSiSi© 2 — -^7 h-Y A* 9 d "J K (1. 9 06 g) £mi&a Q n©^ <y -r A-t: -7 A 
(III) h'J7;U4-Dy^>x;U^^-h (6 2 0mg) Zfy^ 6 0^^X8 

^T-Jgg§t S 'J * y )Vt! ? A ? O V h / ^ 7 7 4 - (C <fc 0 U fc& 

«l*8 1 7m g> iR*$3 l%Ti#fco 

1 H-NMR (CDCl g. 5 0 0MHz) : 5 3. 89 (s, 3H) , 6. 
98 (d, J = 9. 2Hz, 2H), 7. 53 (t, J = 8. 6Hz, l H) , 
7. 58 (t, J = 9. 2Hz, 1H), 7. 86-7. 93 (m. 6 H) , 8. 
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21 (s, 1H) 
n&£ttm (FD-MS, m/z) :2 62 (M + ) 

HWJ3 6 (#%0J) 

SOfc«3 5T»fc4-y h*S/7xi^ 2-*7f-/U >rh>(7 3 5mg) 
*N. N-^f-,M-^A7; K (2 0ml) fcfcgpu h* 
•>K (4 9 1mg) *Jd^ 7^=r>»BftT5l«riaiBI£Lfco £JftK&tt*X 
M 3 3 £ mo^fefcft -> TJMt S c t \z «fc t) N 5 9 5 m g , 

H-NMR (CDC1 3> 5 0 0MHz) : 5 6. 9 3 (d, J = 7. 6H 
z. 2H), 7. 61 (t, J-7. 0Hz, 1H), 7. 67 (t, J=7. 
3Hz. 1H), 7. 74 (d, J=8. 5Hz, 2H), 7. 78-7. 80 
(m, 1H) , 8. 0 2-8. 10 (m, 3H) , 8. 2 5 (s, 1 H) 
(FD-MS, m/z) :2 4 8 (M + ) 

^ife^J3 7 

{4- [(6. 7-/7^y-4-4;'J^) ^->] 7x^1) f9— j- 

2±±) > (3 4) 

4-^od-6. 7-v?y h*2/+yu> (112mg) 6Tfffe 
4-kKD+i/7*-;l, 2-*7*;U y h> (l 2 4mg) *m&U 1 8 

0^*3 omsmifu mm&to*mm*mi- h >j no 

(2 2 7mg) ©-gg (5 0mg) ^oo*u/ 
#&x?-,u (5/1) T-Siat5ail'>U^y;l/^DvK/5 7^-(c c kt)f|$i 
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2 H-NMR (CDClg, 90MHz) : 6 4. 05. (s. 3 H) , 4. 0 
7 (s. 3H) . 6. 7 0 (d, J = 5. 3 Hz. 1 H) , 7. 3 5 (s, 1 H) 
, 7. 48~7. 90 (m, 5H), 7. 96-8. 05 (m, 6 H) , 8. 2 
9 (s, 1H) , 8. 60 (d, J = 5. 3Hz, 1 H) 
M^tfrffi (FAB-MS, m/z) :4 3 6 (M + +l) 



rUfiSSO- hoy ?y (10ml) ^ mflS D D p©7-V->»b (1. 0 8 1 g) 
iW D ffl2-f^;^D'JF (1. 4 6 6 g) tmfo8><D4 y -rJl W U 
(III) h'j7^to^>x^4-h (62 0mg) 6 0*CfcT8 

^-NMR (CDC 1 3 , 5 0 0MHz) : 53. 89 (s, 3H) , 6. 
98 (d, J=8. 5Hz, 2H), 7. 16 (dd, J=3. 7Hz, 4. 9 
Hz, 1H) , 7. 6 4 (d, J =3. 7 Hz, 1 H) , 7. 6 8 (d, J =4. 
9Hz, 1H) , 7. 90 (d. J = 8. 6Hz, 2H) 

MS£tfHI (FD-MS, m/z) : 218 (M + ) 

HWJ3 9 (tMfW) 
4-bFo4>'7x-;l/ 2 -j-^-Jl >rh> 

^«J3 8-e^4-^ h*->7x-i 2-f-x-^ 7"h> (8 0 4mg) 
£N, N-i?>fy^A7; K (3 0ml) £®A?U * M ^ 
•>K (6 4 5mg) Ztn*.* 7;U^>^HSlT5B*BW»Lfco SC^^H 
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*5^D7h/57^- TM!* « Z t K * *) > M®fcM* 7 0 2 m g N 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 6. 8 4 (b r s, 1 H) , 
6. 93 (d. J=8. 5H2, 2H), 7. 14 (dd, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9 Hz, 1H) , 7. 83 (d, J=8. 5Hz, 2 H) 
MatFrtt (FD-MS. m/z) :2 04 (M + ) 

(4- [(6, 7-^^y-4-t;W t^y] 7x-;H (2-f- 
££^0 ^7 > (3 6) 

4-*oo-6, 7-^ U> (1 12mg) <h£»J3 9TH/c 

4-tKn+5/7x-;b 2-*x^.;l, ^rh>(102rag) 16 

* H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 4 (s, 3H) , 4. 
07 (s, 3H), 6. 65 (d, J=5. 5Hz. 1H), 7. 20 (dd, 
J-3. 7Hz, 4. 9Hz, 1 H) , 7. 29 (d, J=8. 5Hz, 2H) , 
7. 47 (s. 1H), 7. 49 (s, 1 H) , 7. 70 (d, J=3. 1Hz, 
1H), 7. 75 (d. J = 4. 9Hz, 1 H) . 8. 00 (d, J = 8. 6H 
z. 2H) , 8. 58 (d, J = 5. 5Hz, 1 H) 
M£0rft (FAB-MS, m/z) :3 92 (M + + l) 
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nMW4 1 

(4-?pp7x-;U) {4- [(6, -47 jMQ 

•>] 7x-;M y > (3 7) 

4-*dp-6, h + v'+y 'J> (1 1 2mg) £ ffilRiSO 4 - * n 

D7x^;b 4-t Ko.+ ->7x-;l/ h > (3 4 9 m g) £fi&U 1 8 0 
•C$2 0#ra«#Lfco KJEfi6tt*^DD*AA/Siif^ (5/1) T-Jg 

* H -NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 3 (s. 3 H) . 4. 0 
7 (s, 3H) , 6. 6 6 (d, J = 5. 3 Hz, 1 H) , 7. 19-7. 3 4 
(m, 2H) , 7. 4 4-7. 5 6 (m, 4 H) , 7. 71-7. 99 (m, 4 
H) . 8. 5 8 (d, J =5. 3Hz, 1 H) 
mafftt (FD-MS, m/z) : 4 1 9 (M + ) 

H&0J4 2 

(4-7^D7xx;l/) {4- [(6, h4y-4-4^;'J^) t 

7x-;U} /• > (3 8) 
4-* on- 6, h*->*y U > (1 1 2mg) imfiRfa® 4 -7;U 

4-t Kn*i/7x-;l/ ^rh> (32 4mg) 17 

ot+2 o^mmnifzo &jtsm&h*mm4 1 iiwoMrciw**;:* 

(wit). SSO^M^l 1 4mg, JR^5 l%T~'&tto 

! H-NMR (CDC 1 3> 5 0 0MHz) : <5 4. 0 4 (s. 3H) , 4. 

07 (s, 3H), 6. 65 (d. J=5. 5Hz. 1 H) , 7. 18 (d, J 

= 8. 5Hz, 1H) . 7. 2 0 (d, J = 8. 5 Hz. 1H) . 7. 2 7 (s, 

1H) , 7. 2 8 (s, 1H) , 7. 4 7. (d, J = 8. 5 Hz, 2H) , 7. 
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86 (d, J=8. 5Hz, 1H). 7. 88 (d, J = 8. 5Hz, 1H), 
7. 90 (d, J=8. 5Hz, 2H), 8. 58 (d, J=4. 9Hz, 1 H) 
HMftVrM (FD-MS, m/z) :4 03 (M + ) 

H»J4 3 

{4- [(6, 7-yyh^y-4-t;'Ji) t^->] 7x-^} 
£) (3 9) 

4-? on- 6, l-i?/ h*>*y U > (9 lmg) £ rfr H5 D D n © 4 - t Ka 
+ ^>^x7> (2 4 3mg) £-/I&U 1 8 0°C* 3 0#P B m#L/c o K 

mg, iR^24%TH7to 

2 H-NMR (CDClg, 90MHz) : 6 4. 0 3 (s, 3 H) , 4. 0 
5 Cs, 3H), 6. 66 (d, J=5. 3Hz, 1 H) , 7. 31-7. 99 
(m, 11H) , 8. 5 7 (d, J = 5. 3 Hz. 1 H) 

©fi^M (FD-MS, m/z) :3 8 5 (M + ) 

3. 5-i>V h;l/x> 

7-bh-h'J;b (2 0 0ml) KrfrlSS©* ;b W (5. 77g) 
^•tf. ^/^^SSS! (8. 4 7ml) tfcWltWJ* (12. 3 g) £/jd;LT> 

^vy/ftm^+h (5/i) «n>"j^TO7A^D7h^77>( 

-T^SSJt^CilCckt)^ £S©ft£«-5. 04g. W&Z2%T:%tL c 
1 H-NMR (CDC 1 o. 5 0 0MHz) : 6 2. 3 0 (s, 3 H) , 
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3. 76 (s, 6H), 6. 30 (s, 1 H) , 6. 37 (s. 2 H) 

mm] 4 5 mnm) 

m^Tbyt h'D77> (10ml) fcHttM4 4 7?»fc3, 5-^ 
h;Ux> (l. 00g) &*J|?U 5°C*miSS.cD2. 5M© 

n-7>;l/'J^-7A-^+^>^ (2. 9 0ml)^M/;'l 3 0#ra1$# 
L^ 0 MK N mig n D n©4-y > + ^K>v^;U^o'J K (1. 2 3g) 
tKD77> (10ml) l;:$Ji?L -4 5 t C*T-^o<«9mfc 0 lBUlQSfl 

( 5 / 1) TJg§lt 5 •> 'J 37 y 7A^D7^77^ -T-Jff Wt 5 d 
ifc.fc*K ^SOfb&$i£3 8 4mg. i$2 0%«o 

^ H — NMR (CDC1 3> 5 0 0MHz) : 6 2. 4 0 (s. 3 H) , 3. 
6 9 (s, 6H), 3. 85(s, 3H), 6. 43 (s, 2H) , 6. 89 
(d, J = 9. 2Hz, 2H), 7. 82 (d. J = 9. 2Hz, 2H) 

2, e-'Jt Ko4-->-4-yf-;l/7x-;l/ 4-bKo^^7x-i »h 

m*mtJ t 1-l'> (10ml) {cH»J4 5T^2, 6-v^ h**>-4- 
y*;b7x-;U 4-^h + v/7x-;U ^ h > (3 2 1 mg) £fc#U 
*miSo a Q<Z>M:/u*#7> (3 4 9ml) < «9»D^^x 
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X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 2. 1 6 (s, 3 H) , 6. 
16 (s, 2H), 6. 79 (d. J=8. 6Hz, 2H), 7. 56 (d, J 
= 8. 5Hz, 2H) 

HWJ47 

(2, 6-y't:Kp^->-4->'f;b7x-^) (4- [(6, 7-->Vh4 
;>-4-47'J;U) 7x-;l/} (4 2) 

4-*no-6. 7-v>V b**s*J !/> (6 lmg) ±ISJtW4 6-e»fc2. 

(lOOmg) ?-yxf b>^ija-;^^f^i-f;b (0. 5ml) |C?§$ 
1 7 0t*2 0»IHHW*Lfc o RJ6»^«*ISftftlbk*^ h -7 A7k^ 

X H-NMR (DMSO, 5 00MHz) : 
<5 2. 18 (s, 3H) , 3. 9 0 (s, 3 H) . 3. 9 5 (s, 3H) . 6. 
20 (s, 2H) 6. 68 (d, J = 4. 9Hz, 1 H) , 

7. 32 (d. J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 43 (s, 
1H) , 7. 82 (d, J = 8. 6Hz, 2 H) , 

8. 54 (d, J=5. 5Hz, 1 H) 

©fi£#Ht (FD-MS, m/z) :4 3 2 (M + +l) 
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4-?dd-6. 7-^y h + i/^y »J> (1. 84g) imfiSn D n04--h 
□ 7xy~;b(3. 42g) £*Hfs 1 7 0°CHT5 Oftffim&ltz 0 

yAfw? h^774 -Ki^&IU ^©ft£#l£4. 5 4 g, JR$8 9% 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4 . 0 1 (s, 3H) , 
4. 06 (s, 3H), 6. 69 (d. 3=4. 9Hz. 1 H) , 7. 27 (d, 
J=9. 1Hz, 2H), 7. 37 (s, 1 H) , 7. 47 (s, 1 H) , 8. 
32 (d, J=9. 1Hz, 2H). 8. 62 (d. J=4. 9Hz, 1 H) 

M^Wffi (FD-MS, m/z) : 32 6 (M + ) 

2l»J4 9 (#%0J) 

6, (4-7;;7x;^-» 

6. 7-^> h*'>-4- (4--hn7x; + -» > (1. OOg) 

*N, N-yyf;WA7; K/iH*x*;U (3 0m 1 /l 5m 1 ) K»f?U 
1 0%*IMb'*5^A-fc* (6 9mg) ^JD^> im&mf^W&KTl 7 

h 'J *AT«*Lfco &ETfci£®£U £®0{b£&£7 9 9 

X H-NMR (CDgOD, 5 0 0MHz) : 5 4. 0 0 (s, 3H) , 
4. 00 (s, 3H). 6. 47 (d. J=5. 5Hz, 1 H) , 6. 82 (d. 
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J = 8. 6Hz, 2H), 6. 96 (d. J=9. 2 Hz, 2 H) , 7. 32 
(s, 1H), 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
J»£tfrffl (FD-MS. m/z) :2 9 6 (M + ) 

nmm 5 0 

N-{4-[(6, h^->-4-^yj-;b) ^4^y] 7x-;l} - 

3-b J 'J^>^;U^>jf ; K (6 1) 

6, 7-i>V h*->-4- (4-7;;7x; + y) +yj > (57mg) t 
ffiI D D n©-3f>i(3 7mg) £N, N-^f^;bA7; K(2ml) (c 
®MUz'&^ 1 -xf-;!,- 3 - (3* - v/ f-;b7 S y :/d t'jl) ijbKVj I 
mW& (7 9mg) Zta^ ligl:T5W^L/: 0 SC^^TKtf^i? 

L fc D ^E^b^^^t *::<tK<fc«9i#b *l/c&llfl:^£ x - t ^T~&& 
U ^Ji©tt&#|£4 7mg N J»6 l%T-^ 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 5 (s, 3H) , 4. 
06 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1H), 7. 22 (d, J 
= 8. 6Hz. 2H) f 7. 42 (s, 1 H) , 7. 47 (d d, J=4. 9, 
7. 9Hz, 1H), 7. 56 (s. 1 H) , 7. 77 (d, J=9. 2Hz, 
1H), 8. 26 (d, J = 8. 5Hz, 2H), 8. 49 (d, J=4. 9H 
z, 1H), 8. 79 (d. J = 3. 7Hz, 1 H) , 9. 13 (s, 1 H) 

WMkfitiriH (FD-MS, m/z) :401 (M + ) 
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N - {4- [(6, 7-y'n4v-4-^;'J^) ^y] 7x-;U} - 
(3, ^->7x-;b) K (6 2) 

6. 7 -if* r*->-4- (4-7;;7xy + -» (56mg) t 

miSo D D©3 ( 4-yyh*y$.lii (6 0mg) £N, N - V* 
i K (2ml) KigtfPU 1 -x^;U-3- (3* - v> ^;U7 $ J 7a t'Jl) 
ijWM l K&ifctf (8 lmg) £Ja;i % SflliT 2 2 ^rlBIW L fc 0 RJtSR 

(1 0/1) t?SBB1-*i/«J*y;l/*7A^D-e h^7>r ~tJ;t)«[iS!U S 

1 H-NMR (CDC 1 3> 5 0 0MHz) : <5 3. 8 7 (s, 3H) , 3. 
8 7 (s, 3H) , 4. 0 6 (s, 3H), 4. 07 (s, 3H), 6. 48 

(d, J=5. 5Hz, 1H), 6. 63 (d, J = 8. 5Hz, 2H), 7. 
18 (d, J = 9. 2Hz, 2H), 7. 34 (m, 2H), 7. 43 (s, 1 
H) , 7. 5 5 (s, 1H) . 7. 5 7 (s, 1 H) , 7. 7 6 (d, J =8. 
6Hz, 2H), 8. 48 (d, J=5. 5Hz, 1 H) 

Kfi##HI (FD-MS, m/z) :4 6 0 (M + ) 

H»J5 2 

N- {4- [ (6, 7-vM b*i/-4-*J UxjU) 7xzM - 

L2-E^±g±*M±ti K (6 3) 

6, 7-*y h*->-4- (4 : 7;;7x; + <» */'J> (5.2 mg) £ 
rl!l*n Q n©v/*D^*1f (4 6mg) £N, N-S*> ^MwUAT $ 

K(2ml) fcfcJBU (3' - f-^T ; y 7o fjU) ij 
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wsm ^ mmm cs 4mg) &jd*. % m&tzx2 2^mmnitz^ nm\ 
5 1 tmmommz^^xmmi, mm<D<t&®}Z4 5m gs ^im6 4%xmz 0 

* H — NMR (CDC 1 3 , 5 0 0MHz) : dl. 3 0 (m, 2H) , 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2 H) , 1. 8 5 (m, 2 H) , 1. 9 7 
(m, 2H), 2. 26 (m, 1 H) , 4. 05 (s, 3H), 4. 05 (s, 
3H) , 6. 4 3 (d, J =5. 5 Hz, 1 H) , 7. 1 4 (d. J =8. 5H 
z. 2H), 7. 36 (s, 1H). 7. 42 (s, 1 H) , 7. 55 (s, 1 
H), 7. 63 (d, J=8. 5 Hz, 2H) , 8. 47 (d, J=5. 5Hz, 
1H) 

MfeWrtt (FD-MS. m/z) :406 (M + ) 
HM0J5 3 

N- (4- [ (6, 7-vy Y*v-4-*J u 7x -;M - 

2 J1 2Zi^kjl±±j K (6 4) 

6, 7-^y K + (4-7;;7x7^y) *y ■) > (5 5mg) £ 

rfJi D D D 0 2-7 7>^^-K>jf (32mg) £N. N-y7 f ;^;bA7; K 
(2ml) KjgfcU l~x^-3- (3* -^WW^o^) 
#*M i KttKtt (9 lmg) £Jn;L, SfifcT2 2NrRBH* Lfcfc Sffi0l|5 
1 i^«©^t < koT?Sll!U SlOM$3 5mg> iR^4 8%T*'&tz 0 

H — NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3H) , 
4. 05 (s, 3H). 6. 49 (d, J=4. 9Hz, 1 H) , 6. 57 (d 
d, J=l. 8, 8. 7Hz, 1H). 7. 20 (d. J = 8. 6Hz, 2 H) , 
7. 28 (d, J = 7. 9Hz. 1H), 7. 42 (s, 1 H) , 7. 51 (s, 
1H) , 7. 5 6 (s, 1H) , 7. 7 7 (d. J = 9. 2 Hz, 2H) , 8. 
35 (s, 1H) , 8. 49 (d, J=5. 5Hz. 1 H) 
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®m%Vrm (FD-MS, m/z) :3 9 0 (M + ) 

n- {4- [(6, 7-^y h^v/-4-^y u-;u) 7x^;u} - 

3-ft7x>^?;l/m; K (65) 

6, h + v-4- (4-7i;7x7 + y) +y y > (54mg) 4 

rfJBfoSoa-^ 7x>#;U*>$ (4 4mg) £N, N- it J *A,*)\,L7 i 
K (2ml) izmmU l-xf-;b-3- (3' - 9)17 i J "fu f;b) 77 

jvt^j^f i (8 2mg) mscT3 i B#p B m # i 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 2 (s, 3H) , 4. 
0 4 (s, 3H) , 6. 4 6 (d, J =5. 5Hz, 1 H) , 7. 1 7 (d, J 
= 8. 6 Hz, 2H) , 7. 3 8 (m, 1 H) , 7. 5 5 (d, J=l. 2 Hz, 
1H), 7. 56 (s, 1H), 7. 73 (d, J = 8. 6Hz, 2H), 8. 
05 (dd, J = l. 2, 3. 1Hz, 1H), 8. 37 (s. 1 H) , 8. 4 
7 (d, J=5. 5Hz, 1H) 

Mfi^fll (FD-MS, m/z) :4 0 6 (M + ) 

HJ60J5 5 

N- {4- [(6, 7-->7F^y-4-4;'J-;b) **->3 7x-M - 
(4--ha7x-;l/) fpW^i K (6 6) 

6, 7-v?> h + «>-4- (4-7;/7x; + i/) (HOmg) 
£7f5I5.F B ©4--ho$m#K (1 0 Omg) £N, N- V / 9)l^)lA7 i K 
(4ml) izmmU l-x^^-3- (3' - *J* 9)17 i J 7°n t?;l/) 
tfv>f S Flit (1 7 6mg) «n*> M£T2 2B#HHJH*L*:au H^^J 
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u 

* H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3H) , 
3. 95 (s, 3H), 6. 49 (d, J=5. 5Hz, 1 H) , 7. 29 (d, 
J =9. 2Hz. 2H) . 7. 3 9 (s. 1 H) , 7. 5 2 (s, 1 H) , 7. 
93 (d. J=9. 2Hz, 2H). 8. 21 (d, J=8. 6Hz, 2 H) , 
8. 39 (d. J=9. 2Hz, 2H), 8. 48 (d, J = 5. 5Hz, 1 H) 
. 1 0. 7 (s, 1H) 

(FD-MS, m/z) :4 4 5 (M + ) 

H»J5 6 

N~ {4- [(6, 7--?y h4->-4-*y U-=JIQ 7x^> - 

(N, N-^W;;7x-;b) £M±±j K (6 7) 

6, 7-v?y l*i/-A- (4-7;;7x; + -» +>"J> (51mg) £ 
rf5BS D D D©4-i>V^;U7^y$mM (4 4mg) *N, N - 5> j« f-Jb* ;UA 7 
S K C2m 1 ) lz®mi, l-x^;u-3-(3* - f-;UT ^ y 7o t°;l>) 
iiWM i b'mttm (8 3mg) £fln;U gfifcTl 6i*IIWWLA:*s HJfc 
0J5 1 i^«©«^|cJ:oTffi»Lx IS«M7mg, JR^l 0%T$fc o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 0 6 (s, 6H) , 
4. 05 (s, 3H), 4. 06 (s. 3H), 6. 48 (d, J=4. 9Hz, 
1H), 6. 71 (d, J = 8. 6Hz, 2H), 7. 17 (d, J=8. 5H 
z. 2H). 7. 44 (s. 1H), 7. 57 (s. 1 H) , 7. 74 (d, J 
= 8. 5Hz, 2H), 7. 81 (d. J=9. 2Hz. 2H), 7. 94 (s, 
1H) , 8. 49 (d, J=5. 5Hz, 1 H) 
K*5Wrtt (FD-MS, m/z) :4 4 3 (M + ) 
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$mm 5 7 

N- {4- [(6, 7-vV Y*i/-A z±/J_EM £±kl Z±=M ~ 
(4-7-tr^7x-;l/) t)J\,$*?i K (6 8) 
6. 7-*V h*«>-4- (4-7i>7x;*y) +;'J> (54mg) i 
rfiHSS© 4 - 7-fef-;i3cMK ( 4 6 m g ) * N, N - 'J y * Jlfrjl, A 7 $ K 
(2ml) K&PU l-xf-;U-3- (3' - x> f-^7 ^ y 7*o t'Jl>) iiA, 

*'*m-i vmm (8 7m g ) ztiQA.. wA£T2 2m&mitzvty mm 

. 1 H-NMR (DMSO-dg, 5 0 0MHz) :<52. 66 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3 H) , 6. 48 (d, J = 4. 9Hz, 
1H) , 7. 2 8 (d, J = 9. 2 Hz, 2 H) , 7. 3 9 (s, 1H) , 7. 
5 2 (s, 1H) , 7. 9 4 (d, J = 9. 2 Hz, 2H) , 8. 1 0 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 
(FD-MS, m/z) :4 4 2 (M + ) 

H»J5 8 

N- {4 - [ (6, 7 - 3? h*->-4-*y - 
(4-7>;b7x-;lQ ^MjjjJ K (6 9) 

6. 7-'JM h*->-4- (4-7i 7 7xy + '» +yj> (5 4mg) t 
Tf?I££ 3 o©4-7'f-;U£m§& (5 4mg) £N, N-y^Mwl/A7i K (2 
ml) icigflPU 1 -xf-;U- 3- (3' - *y *A>7 S J 7*o b';l0 *;HCP 

4 s visam (8 5mg) mmzx2 2i«mi^ mm 1 1 

HttOftftlcJioTfflfflSlU SS©<b£«3£6 5mg, JR*7 8«T?|fc 0 

1 H-NMR (CDC1 3 , 500 MHz) : 6 0. 95 (t, J = 7. 3H 
z. 3H) , 1. 3 8 (m, 2H) , 1. 6 4 (m. 2H) , 2. 6 9 (t, J 
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= 8. 0Hz, 2H), 4. 05 (s, 3H) , 4. 06 (s, 3 H) , 6. 4 
8 (d, J = 5. 5 Hz, 1H) , 7. 1 9 (d. J =9. 2 Hz, 2H) , 7. 
30 (d, J=8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 57 (s, 1 
H) , 7. 75 (d, J=8. 6Hz, 2H), 7. 82 (d, J=8. 6Hz, 
2H) , 8. 0 3 (s, 1H) , 8. 4 9 (d, J = 5. 5 Hz, 1 H) 
MfeWrfi (FD-MS, m/z) : 4 5 6 (M + ) 

H»J5 9 

N- {4- f (6, Izj^l 7 x_;U} - 

(4-7^7^-;!,) ft^H^gJ K (7 0) 
{4- [(6, 7-vM h*->-4-*yj-;W 7x-;H (4 - 

-ho7x^;t/) ii)l#*rVi K (1 0 Omg) £N, N-y^MM7; 
K/#Kxf-;b (9ml /5ml) fcJftfcU 1 0%/-?^«7 A-^ffc (6 9m 
g) «rSQ^> *«3?BaaTMJCT2 2^Ria»?Lfco RlS***^ h£J8^ 

>Tgra-r s i/ »; * y;u* 5 a ? d v h r 7 7 < - iz * k> mm 1 s mtvus® 

£8 5m g> JR$9 1 %T»%tz 0 

* H -NMR (DMSO-d g, 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 5. 75 (b r s, 2H), 6. 46 (d. J=4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2H), 7. 22 (d, J=9. 
2Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) . 7. 7 3 (d, 
J = 8. 5Hz, 2H), 7. 89 (d, J=9. 2Hz, 2 H) , 8. 46 
(d. J = 5. 5Hz, 1H) , 9. 90 (s, 1 H) 
S&##rfii (FD-MS, m/z) :415 (M + ) 
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HJ&0I6O 

N- {4- [(6, l^z21±±k—Lz±A±EzMJJtkl 7*-M ~ 
4 -WJ>ti j K (7 1) 

6, h*i/-4- (4-7;;7x; + ->) *y >J > (5 3mg) t 

rUBS^O^r V-n^>gg (4 5mg) £N, N - i>y *)l*)\,J*7 i K (2ml) 
JcflBBU (3* -y^f^T^y^Dt^) ^w:^; K 

mzm o 8m g ) muizxe 2mm&itz& i tmm<o 

«frK«koTlilJ!U.«i©<b^«B*2 2mg, JR$3 1 %T'*#fc 0 

2 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
3. 96 (s, 3H), 6. 48 (d, J = 5. 5Hz, 1 H) , 7. 29 (d, 
J=9. 2Hz, 2H), 7. 39 (s, 1 H) . 7. 52. (s, 1 H) , 7. 
88 (d, J = 4. 3Hz, 2H), 7. 92 (d, J-8. 5Hz, 2 H) , 
8. 48 (d. J=4. 9Hz, 1 H) , 8. 80 (d, J=4. 3Hz, 2 H) 
. 1 0. 6 (s, 1 H) 
WmAVm (FD-MS. m/z) : 4 0 1 (M + ) 

H»J6 1 

N- {4- [(6, h*'>-4-*7 ■)-;!/) *±jA 7x-;U} - 

2-ft7x>^m$ K (7 2) 

6, 7--^ h*y-4- (4-7i;7x;^i/) 4 / D > (5 Omg) £ 
rfiKo D D0 2-**7x:/27;l/*'>& (4 6mg) £N, N- ^;U*;UA7 ; 
K (2ml) \zmU l-x^u-3- (3' - it* f-;U7 $ y 7o t°;U) a 
^#5M $ Kjflft* (9 9m g) ZtQL SffifcT6 2#mftltz& s H»J 

5 1 kmHBmtofcXvTimu &m®it&tezz 7m^ «5 4%-e*#*: 0 

X H-NMR (CDC 1 5 0 0MHz) : 5 4. 0 2 (s, 3H) , 
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4. 0 4 (s, 3H) , 6. 4 6 (d, J =5. 5 Hz, 1H) , 7. 11 (m. 
1H) , 7. 17 (d, J =8. 6 Hz, 2H) , 7. 4 0 (s, 1 H) , 
7. 55 (m, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J = 8. 5Hz, 
2H), 7. 73 (m, 1 H) , 8. 38 (s, 1 H) . 8. 48 (d, J = 
4. 9Hz, 1H) 
nmftVrm (FD-MS, m/z) :4 0 6 (M + ) 

W)6 2 

N- (4- [ (6, 7-vy h*^-4-*/ jj£JU) **S/] 7x_;U} - 
4-h'7x-Mmt; K (7 3) 

6. 7 -it* h + i/-4- (4-7U7x; + «» (5 2mg) £ 

Y^^^TX^/WLi^Vy (3ml/2ml) CiSU ffiS5n D a ©t"7x 
-)l>1j)\,#>WHrui) K (8 Omg) £jQ;i, MSlwT2 5B$IHHK#Lfco RJ6 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : <5 3. 95 (s, 3 H) , 
3. 95 (s, 3H), 6. 48 (d. J = 5. 5Hz, 1H), 7. 28 (d, 
J = 9. 2Hz. 2H) , 7. 4 0 (s, 1 H) , 7. 4 3 (t, J =7. 3H 
z. 1H), 7. 50-7. 53 (m, 3 H) , 7. 77 (d, J=7. 3Hz, 
2H) , 7. 85 (d, J=8. 6Hz, 2H) , 7. 96 (m, 2H) , 
8. 08 (d, J=8. 5Hz, 2H) , 8. 4 8 (d. J=4. 9Hz, 1 H) 
. 1 0. 4 (s, 1H) 
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®fi##riit (FD-MS, m/z) :4 7 6 (M + ) 
Hte^J6 3 

n- {4- [ (6, t±tzAz±JJL=J}^ t±2l Z£~ikl ~ 

(4-7'ht->7x-Jl/) £2k£±±j K (7 4) 

6, h + ->-4- (4-7;;7x; + y) *y U > (52mg) £ 

F'JxW;>/M^fU> (3ml/2ml) fcffiSU rfrSSiS© 4 - 7 
t*is&mWt? p »; K (0. 0 7ml) £fln;U 0B#fiatt#Lfc&. 
^*«6 2i^aiOSI^JC«k- 3 TflWKIU S«©i'fc£«&£3 4mg % J»4 1% 

* H -NMR (CDC 1 3 , 5 0 0MHz) : <5 0. 9 9 (t, J =7. 3H 
z, 3H) , 1. 5 2 (m, 2H) , 1. 8 0 (m, 2 H) , 4. 0 3 (m, 2 
H) , 4. 04 (s. 3H). 4. 05 (s, 3H), 6. 47 (d, J=4. 
9 Hz, 1H) , 6. 9 5 (d, J =9. 2 Hz. 2H) , 7. 1 8 (d, J = 
9. 2Hz, 2H) , 7. 4 6 (s, 1 H) . 7. 5 7 (s, 1 H) , 7. 7 4 

(d, J =9. 2 Hz, 2H) , 7. 8 6 (d, J =9. 2 Hz, 2 H) , 8. 
10 (s. 1H) , 8. 49 (d, J=4. 9Hz, 1 H) 

M#*JtM (FD-MS, m/z) :4 7 2 (M + ) 

HJ60I6 4 

N- {4- [ (6, 7-v?y^r'>-4-t;'J^I/)^'>] 7x-;U} - 
(4-yo^7x^) £jMf±jJ K (7 5) 

6, 7-v>V h*>-4- (4-7;;7x^-» ^'J>(52mg) i 
Tf?IS D D D ©4-^o*$ < il#K (7 8mg) £N. N-S^y f-**;UA7 5 K (2 
ml) fcfcflU l-xf-;u-3- (3* -^f;l7i^Df;l-) 
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-a mmm (i 0 2m g ) ztiaz., sgim immwtfz^ nmms i 

i»i^i:J:oT^U mmmt&mA 3mg, iR$5 2%mtz 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 07 (s, 3H) , 4. 
0 7 (s, 3H) , 6. 5 3 (d, J = 5. 5Hz, 1 H) , 7. 2 2 (d, J 
= 9. 2 Hz, 2H) , 7. 3 7 (s, 1 H) , 7. 5 0 (s, 1H), 7. 6 
2 (s, 1H), 7. 65 (d, J=8. 6Hz, 2H), 7. 84 (d, J = 
8. 6 Hz, 2H) , 7. 8 6 (d, J =8. 6 Hz. 2H) , 8. 4 1 (d, 
J=5. 5Hz, 1H) 

(FD-MS, m/z) :4 7 8 (M + ), 4 8 0 (M + +2) 

H»J 6 5 

N- {4 - T (6, 7->M Y*<s-A-*J V->1) 7x^;M - 

6, h + i>-4- (4-7;y7i^y) *y <J > (lOOmg) 

tmm&vts *?jiTis7?jm (i30mg) &n, n-->v^*^a7 

; K (4ml) fc»#U l-x^U-3- (3' - i?/ T)\,t I J fn t'Jl) 
ijJltfVJ i K£&£ (2 2 7mg) £Jn*. % g&KTl 8&fmffiWltz'& s H 
»J5 1i|5l^©^mc e toT|IS^L^ SS0^^9 9mg N OT6 4%7r 

* H-NMR (CDC J 3 . 5 0 0 MHz) : 5 3. 9 8 (s, 3H) , 4. 
06 (s. 3H), 4. 06 (s. 3H), 6. 49 (d, J = 4. 9Hz, 1 
H) , 7. 22 (d, J = 9. 2Hz, 2H), 7. 43 (s. 1 H) , 
7. 56 (s, 1H), 7. 76 (d, J = 9. 2Hz, 2H) , 7. 97 (d, 
J=8. 6Hz. 2H), 8. 18 (d, J=8. 6Hz, 2 H) , 8. 49 
(d, J = 5. 5Hz, 1H) 
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M$MFftt (FD-MS, m/z) :4 5 8 (M + ) 

%m\ 6 6 

N- (4- [ (6, 7 -if* h*->-4-*y U-AQ 7 x ■=.;!/) - 

2-b'U cn^Mfj^J K (7 7) 

6, 7-Vi h*->-4- (4-7;;7xy + y) *y U> (50mg) £ 
m«S©f3»;>K (4 2mg) £N, N-yyf;^A7; K (2ml) K 
fc£U l-x^;U-3- (3' -yVWi/^Dt'^.^M^^; Ktg 
(1 2 3mg) £fln;i> SfifcTl 9l$lfflit#Lfc8U H»J5 1 £E»© 
»ftlwJ:oT««!U *JKZKb£$j£3 8mg, «*5 6»T»fe 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 6 (s, 3 H) , 4. 
06 (s, 3H), 6. 49 (d, J=5. 5Hz, 1 H) , 7. 23 (d. J 
= 8. 6Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (m, 1 H) . 7. 5 
8 (s, 1H), 7. 89 (d, J=9. 2Hz. 2H). 7. 94 (m, 1 H) 
. 8. 33 (d, J = 8. 0Hz, 1 H) , 8. 50 (d, J=5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8. 4. 9Hz, 1 H) 
Rtt»tfrffi (FD-MS. m/z) :40 1 (M + ) 

n- {4- [(6, 1ji21±±}LzAz±1±Ei^L1±^1 Z±j=Jkl ~ 

(4-b Fa*vi])\,tf-jl7 K (7 8) 

{4- [ (6. h*i/-4-*yj-JlO 7x-;b} - (4 

-* h*5/**sK-*7*-;U) b*£/?;-J\, (3ml) \z®m 

U 3 396*»jk*U^A7k*tt (1. 5ml) fcfln*., Sfi1?2NrM!l^Lfco 
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Sgi<D{t&$|£ 3 4 m g , J|X$ 4 5 %THfc 0 

*H-NMR (DMSO-d 6 , 5 00MHz) :<53. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 47 (d, J = 5. 5Hz. 1 H) , 7. 28 (d, 
J-9. 2Hz, 2H), 7. 39 (s, 1 H) . 7. 51 (s, 1 H) , 7. 
92 (d, J=9. 2Hz, 2H), 8. 07 (m, 4 H) , 8. 47 (d, J 
= 5. 5Hz, 1H) , 10. 5 (s. 1H) 

(FD-MS, m/z) :44 4 (M + ) 

N- (4- f (6, 7-v>V h*i/-4-*y U_;U) 7x£jlj - 

6, h*y-4- (4-7^7x/+y) 4-y U > (5 3mg) £ 

WfR&<Di/tn<<yfiyij)\,$y& (66mg) £N, N - ^U*;UA7 $ 
K (2ml) fc»»U 1 -xf-;l—3- (3* -itJ+frTiJfaWfj 
I (1 1 Omg) Sri&n*., SfifcTl 7 BSfclfitft L Hit 

1 il^«l<Z>«f^|w«k^>-cfi|JH|L^ *«®ft£tt£3 5mg* JR^5 0%T|# 

* H-NMR (CDC 1 3 . 5 0 0MHz) : <5 1. 6 4 (m. 2H) , 
1. 8 1 (m, 2H), 1. 91 (m, 4H) , 2. 7 5 (m, 1 H) , 
4. 04 (s, 3H), 4. 04 (s, 3H) . 6. 44 (d, J=4. 9 H z, 
1H), 7. 13 (d, J=9. 2Hz, 2H), 7. 45 (s, 1 H) , 7. 
55 (m, 1H), 7. 65 (d, J=8. 6Hz, 2H) . 8. 47 (d, J 
= 5. 5Hz, 1H), 

M£*HI (FD-MS, m/z) :3 9 2 (M + ) 
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N- {4- [(6, 7-vV Y**/-4-*J 'J-;U) 7x-ill - 

7^-7>^>?!7;l/^-9-^ K (81) 

6, 7-S^ h + ->-4- (4-7i77xy+y) *yj> (5 1mg) <b 
t$ffcno(D7y^>?>ti)l/7f;>m (1 1 Omg) £N, N-^^f;b^^A7; 
K (2ml) lc»J|?U l-xf-;b-3- (3' - *)IT ij Tu t'Jl) ij 
i mWtiM. (1 0 7mg) fcjD*., SflKlTl 5 HfrHHH* L fcfc. 

0J5 1 tmm^mmz^^xmmu ao^i 3m g , ik$i 7%ti# 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 61. 8 2 (m, 6 H) , 
2. 00 (m, 6H), 2. 13 (m, 3H) , 4. 05 (s, 3 H) . 
4. 0 5 (s, 3H) , 6. 4 4 (d, J =4. 9 Hz, 1 H) , 7. 15 (d, 
J = 9. 2 Hz, 2H) , 7. 4 2 (s, 1 H) , 7. 5 5 (m, 1 H) , 7. 
6 4 (d, J = 9, 2 Hz, 2H) , 8. 4 6 (d, J =4. 9 Hz, 1 H) , 
Maflfte (FD-MS, m/z) :4 5 8 (M + ) 

H&PJ7 0 

N- {4- [ (6, l_zll b*->-4-*y »J-;U) 7x-M - 

(4-7-fc F4->7x^) ^M±jJ If (8 0). 

6. 7-v> h + i/-4- (4-7; y 7*y*i/) +y;> (11 Omg) 
£m8&o D D©4-7-fe h + i'MlWH (2 0 7mg) £N, N - ?-;l<*;UA7 
; K (6ml) lz®Ml, l-xf-;l/-3- (3' - $ V 7d t'Jl) 
*-MW5 KJfcBttt (2 2 3mg) SfflfcT7B$M!W*L*:tiU HJfe 

w 5 1 1 wm<Dim\z± o rmsi u mm<D4t&®}* 1 2 3 m g s jr$ 7 2 %x- 
miz 0 
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H — NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 3 5 (s, 3H) , 4. 
06 (s, 3H). 4. 06 (s, 3H), 6. 49 (d, 3=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2H), 7. 25 (d, J=9. 1Hz, 
2H) , 7. 4 3 (s, 1H) , 7. 5 6 (s, 1 H) , 7. 7 3 (d, J = 9. 
2Hz, 2H), 7. 87 (s, 1 H) . 7. 93 (d, J = 8. 6Hz, 2 H) 
, 8. 50 (d. J=5. 5Hz, 1 H) , 
Wmftftm (FD-MS, m/z) :4 5 8 (M + ) 

N- (4- [ (6, tz£I \^±zA^±ll=^l 7x^l>) - 

2- (6-74r h4'>^-7^1/) >fr;l/rt'*-t^ K (8 2) 

6. 7-vM h + v-4- (4 -75 y 7xy + y) +yj > (5 lmg) £ 
rUI5D D n ©6-7-tr b*y-2-^:7 (1 2 lmg) £N, N-^^;l,* 

)^7i K (2ml) K&jjiU l-x^b-3- (3' -^Wi^D 
t D ;t/) IjMVJ > (1 2 4mg) £fln;u m&lcr 1 3 BSPelif # I 

gfttil5 1 ils!$©$ftlc«k-oT*ig!!U £S©rt:£$l£6 6mg N JR^7 
5%T#^io 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 2. 3 8 (s, 3H) , 
4. 03 (s. 3H), 4. 05 (s, 3H) . 6. 49 (d, J=5. 5Hz, 
1H), 7. 20 (d, J=9. 2Hz, 2H). 7. 30 (dd, J = 2. 4, 
9. 2Hz, 1H) . 7. 42 (s. 1 H) . 7. 5 7 (m, 1 H) , 7. 6 1 
(d. J = l. 8Hz, 1H), 7. 81 (d, J = 9. 2Hz, 2H) , 7. 
86 (d, J = 8. 6Hz, 1H), 7. 89 (d, J = 9. 2Hz, 1 H) . 
7. 9 4 (d, J = 8. 6 Hz, 1 H) , 8. 3 8 (s, 1 H) , 8. 4 9 (d, 
J=4. 9Hz, 1H) 
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Mtftflrffi (FD-MS, m/z) :5 0 8 (M ) 

mmmi2 

N- {4- C (6, IzJil ]±±z_±z±l 'LEzM 7x-M - 

(4-bKo4i/7xx;l/) tplrji^i K (8 3) 

N- {4- [ (6, 7-i>V h + >>-4-*y 'J-^) 7*-ji} - 

(4 -7-fe h + ->7x^) V (1 0 3mg) £;< (4 m 

1) Krg^U 3 5%7k^b*'J^A7k« (2ml) ^tjo^. s M&T 5 B#p B lii 

£x-x;UTifc# U 7 7 m g. 8 2 %Tli^ 0 

1 H-NMR (DMSO-dg, 500MHz) :(53. 94 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =4. 9Hz. 1 H) , 6. 8 7 (d, 
J = 8. 5 Hz, 2H) , 7. 2 4 (d, J =9. 2 Hz, 2 H) , 7. 3 9 

(s, 1H) , 7. 5 2 (s, 1H) , 7. 8 7 (d. J =8. 6 Hz. 2H) , 
7. 90 (d, J=9. 2Hz, 2H), 8. 47 (d, J=5. 5Hz, 1 H) 
. 1 0. 1 (s, 1 H) 

nmfiftm (FD-MS, m/z) :417(M + +1) 

HWJ7 3 

N- {4- [(6, 7 -'J/ h*->-4-*y V-Jl) 7x-;U} - 

2- (6-b Kp*->^7?-;1) ft;t^*»SK(8 4) 

N- {4- [(6. 7-^n* ; >-4-+y | J-^) 7x-;W - 

2- (6-7* h+v/^-7f : ;b) t>Jl#*-*> K (4 7mg) £y *J-)l (4 
ml) Kfc#U 3 5%7kK^^»j7A7K^« (2ml) £fl0;i> MS"e5^ 
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! H-NMR (DMSO-dg. 5 0 0MHz) : <53. 95 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J = 4. 9Hz, 1 H) , 7. 18 (m. 
1H), 7. 20 (s, 1H), 7. 27 (d, J = 8. 6Hz, 2H) , 
7. 39 (s, 1H), 7. 53 (s, 1 H) , 7. 80 (d, J=8. 5Hz, 
1H) , 7. 9 2-7. 9 8 (m, 4 H) , 8. 4 7-8. 4 8 (m, 2H) , 
10. 0 (brs, 1H) , 10. 4 (s, 1 H) 
MbftFriL (FD-MS, m/z) :4 6 7 (M + +l) 

N- (4-/ h*S/7x-;U) -N' - {4- [ (6, 7-^ h*v-4- 

^-^i>3 7x_;u} ftur (4 3) 
6, h^^- 4 - (4-7U7xy*<» +y;> (5 3mg) £ 

h;ux> ( 3mJ ) iztommim, 4-y ^^7xzHy^^- h 

(o. 2mi) ^ N somnammitzo mir^m^mu h 

>T-ft&t * C £ {w«fc 5 4 m g N 6 8 %"el§*: 0 

H -NMR (DMSO-dg, 5 0 0MHz) : 5 3. 72 (s, 3 H) , 
3. 94 (s, 3H). 3. 95 (s, 3H) , 6. 44 (d, J=4. 9Hz, 
1H), 6. 87 (d. J=8. 5Hz, 2H) . 7. 19 (d. J = 9. 2 H 
z. 2H) , 7. 37 (d, J-8. 5Hz, 2H) , 7. 38 (s, 1 H) , 
7. 52 (s. 1H), 7. 58 (d, J = 8. 5Hz, 2 H) , 8. 46 (d, 
J=5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s, 1 H) 
HMfttftM (FD-MS, m/z) :44 5 (M + ) 
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= 5. 5Hz, 1H), 8. 86 (s, 1 H) , 8. 86 (s, 1 H) 
K*#0Hi (FD-MS, m/z) :4 9 3 (M + ) , 4 9 5 (M + +2) 

N- {4- [ (6, .j^) j^jj/j 7x_;b) - 

N' - (4--hD7x-ib) ^1/7 (4 6) 

6. 7-^ h**>-4- (4-7^7x;4-» +7 >j> (103mg) 
£h;Ui> (10ml) iztammmim, 4--hD7x-Ky-/7^-h 
(3 6 6mg) £Jn;i N 6 0£r$lJQmmultz o VrlhlTZtzl&ikZMmL h 

X H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s. 3H) , 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d. 
J = 8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s. 1H), 
7. 62 (d, J=9. 2Hz, 2H), 7. 71 (d, J=9. 2Hz, 2H) 
. 8. 20 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J=5. 5Hz, 1 
H) , 9. 08 (s, 1H) , 9. 49 (s, 1 H) 
Mfi^tfrll (FD-MS, m/z) : 46 0 (M + ) 

H»J7 8 

N- (4-7 >;b7x-;U) - N' - {4- [ (6, h*£/- 4 -* 

y;_;u) ^->] 7x~;H *?vt (47) 

6, 7->>y h*->-4- (4-7;;7x; + y) +7 >J > (50mg) £ 
M^> (3ml) KiD&fcjBLfc^ 4-^7x-;KVy7^-h 
' (0. 2ml) SJn*., 2 6 #r B 1flD*fcS8ft L fc c git£? d o*;UA/t-1? h > 
(1 0/1) T?MKt£*>'J£yjb#5A*ov -iUOHSU ^ 



WO 97/17329 PCT/JP96/03229 

90 



1 H-NMR (CDC 1 g/CDgOD, 50 0MHz) :6 0. 9 3 (m, 
3H) , l. 3 5 (m. 2H) . 1. 5 7 (m, 2H) , 2. 5 7 (m, 2H) , 
4. 06 (s, 3H), 4. 06 (s, 3H) , 6. 4 9 (m, 1 H) . 7. 1 
4 (m, 4H) . 7. 3 3-7. 6 2 (m, 6H) , 8. 3 9 (m, 1 H) 

m#0HB (FD-MS, m/z) :47 1 (M + ) 

ISH&0J7 9 

N~ (4-7;;7x^) ~ N' - {4- [ (6, 7-S?/|»*S/-4-* 
*±j/] 7*-Jl>) -7 1/7 (4 8) 

N- U- [(6, 7-^>^>>-4-^;'j-^) y*-ji} .- 

N * - (4 --ho) 7*s;WU7 (lllmg) £N, N- *;UjM^ 
75 K (7ml) icfcgpu 10«*iM^7^^A-^ QOOmg) £Jd 
^ 7K^ffl^TM^T2 2MJt^Lrto RlCtt£*5>f h£ffi^Ttti§L 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3H) , 
3. 94 (s. 3H), 4. 74 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 52 (d, J = 8. 6Hz, 2H) , 7. 08 (d, J = 
8. 6 Hz, 2H) , 7. 16 (d. J =9. 2 Hz, 2H) . 7. 3 8 (s, 
1H) , 7. 51 (s. 1H) , 7. 55 (d, J=9. 2Hz, 2 H) , 
8. 14 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 
1H) 

M£#r€(FD-MS, m/z) :4 3 0 (M + ) 



WO 97/17329 PCT/JP96/03229 

91 

H»J8 0 

N- (4-7-fr?-^7x~>>l) - N' - {A- [ (6, 
*J frU7 (4 9) 

6, l-'JM h*>>-4- (4-7S/7xy*>0 +7"J> (51rag) £ 
Y)lz.y (3ml) \z1$\tmMltz&, 4 -7*fA7x-M 7*7*- h 
(2 10mg) ^JDA, 2 0»«Lfc 0 gg£7 n □ *;bA/7-fer h > 
(1 0/1) TJg^t^^ , ;^y^7A^Dvh>^*77'f-{cJ:»)!|fSS!L^ £ 
M®<t&®Z 5 0 m JR^ 6 4 KT&fco 

X H-NMR (CDC 1 3 /CD 3 OD, 5 0 0MHz) : 52. 59 (s, 
3H), 4. 07 (s, 3H). 4. 07 (s, 3H), 6. 50 (d, J=5. 
5Hz, 1H), 7. 17 (d, J=8. 5Hz, 2 H) , 7. 36 (s, 1 H) 
, 7. 5 8 (s, 1H), 7. 58 (d, J =8. 5Hz, 2H), 7. 60 
(d, J = 8. 5Hz, 2H), 7. 94 (d, J = 8. 5Hz, 2H), 8. 
40 (d, J=5. 5Hz, 1H) 
KS#tFfli (FD-MS, m/z) :4 5 7 (M + ) 

HJS0I8 1 

N- {4- [ (6, l±*zAz±2 , l=M t±±2 7x-;U} - 

N / - (4-7x^^7x^) 71/7 (50) 

6, 7-^y h*<>-4- (4-7S7 7x7*S/) *7 U > (5 3m g) £ 
Ml/X> (3ml) KjQ&&JI?Lrt:&, 4-7x7 +i/7x-M 7->7*~ h 
(0. 2ml) £flD;Lx 3 OaHftflftaaElfco oa*U/7t r > 

(i o/i) rggat5^y*y^7A^a^h^77^-ic«kt)fii8s(u $ 

ffl©ffc£tt*5 5mg> iR$6 0%T^7to 
* H-NMR (CDC 1 «/CD „ OD, 5 0 0MHz) :54. 4 6 (s, 
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3H) , 4. 4 6 (s, 3H) . 6. 5 1 (m, 1 H) , 6. 9 8-7. 62 
(m, 1 5H) . 8. 4 0 (m, 1 H) 
Wmtimm (FD-MS, m/z) :5 0 7 (M + ) 

H»J8 2 

N- (4--fV/nt:;i>7x^) -N' - {A - [(6, 7-v'7 b*i/- 
4-+7'J-;U) 7x^;l/} »U7 (5 1) 

6, 7-v?7 h*<>-4- (4-7$ 7 7x7 + •» *7 »J > (5 lmg) £ 
bJlJ^y (3ml) i:JlMLfcI> 4 — (Vfo £)l7 V — 

b (0. 2ml) ^Jn^ 2 6^BIJDift««ELfco SS*?DD*A/V7th 
> (1 0/1) T-Jg^t'5>v' , J^y^7^^Dvhy77^-{i«b^^S!Ls 

^ H — NMR (CDgOD. 5 0 0 MHz) : 6 1. 18 (d. J =6. 7H 
z, 6H) , 2. 8 2 (m. 1 H) , 3. 9 7 (s, 3 H) , 4. 0 1 (s, 3 
H) , 6. 37 (d, J=5. 5Hz, 1 H) , 7. 04 (d, J=8. 5Hz, 
2H), 7. 11 (d, J = 8. 5Hz, 2H), 7. 25 (d, J=8. 5H 
z, 2H) , 7. 2 6 (s, 1H) , 7. 3 8 (s. 1 H) , 7. 4 1 (d, J 
= 9. 2Hz, 2H), 7. 54 (s. 1 H) , 7. 82 (s, 1 H) . 8. 0 
3 (s, 1H) , 8. 42 (d. J=5. 5Hz, 1 H) 

m&$mm (fd-ms, m/z) . 457 (m + ) 

N- (4- h U7jM-py 5^1/7 x_;U) -N' - {4 - [ (6. 7 - V* Y 
*i/-4-*7D-/U) 7x-/l/} frl/7 (5 2) 

6. 7-v>7 h*i/-4- (4-7S7 7x7*'» *7U> (5 3mg) £ 
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h^x> (3m J) tztaimmit:^ A-hVyjlta/TJly^-JlJVy 

(o. 2mo *mx. s lommtmmuzo Vrtaix^tzm^m 

/Co 

X H-NMR (CDC 1 3 , 5 0 0MHz) -.6 4. 0 5 (s, 3H) . 
4. 05 (s, 3H), 6. 52 (d, J=5. 5Hz, 1H), 7. 18 (d, 
J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 56 (s, 1 H) , 
7. 5 9 (d, J =8. 6 Hz, 2H) , 7. 6 2 (d, J = 8. 6 Hz, 2H) 
. 7. 63 (s, 1H), 8. 40 (d. J=5. 5Hz, 1 H) 
M#t>Tffi (FD-MS, m/z) :4 8 3 (M + ) 

mmms 4 

N- (4-n -7Wx->)|/) -N' - 12- [ (6, 7 - v>V h*i>-4 
Z±^ IMQ 7a-^ fruy (14 7) 

^!fe0J4 8lcfcl>T> 4~- hD7xy-;U{c^T2 - -hD7x7-;^ 
ffll^li^{i^{i$i{Lrc6, 7-^h + y-4- (2--Fd7x; + -» 
*^'J>^WJ4 9if5j^(cS5ELT^ 6, 7->V h + v-4- (2 - 
7^7xy + «» 4-y >;> (5 6mg) (3ml) Kflnf&&#LA: 

4-n-yf-;I,7x-^v>7^-h (0. 2ml) £Jn;i, 3 O^Jn 

*H-NMR (CDC1 3> 5 0 0MHz) : <5 0. 8 9 (t, J = 7. 3H 
z. 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m. 2H) , 2. 5 0 (m, 2 
H) . 3. 9 0 (s, 3H) . 3. 9 3 (s, 3H) , 6. 2 2 (d, J = 
4. 9Hz, 1H), 6. 87 (d. J = 7. 3Hz. 1 H) . 6. 96- 
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7. 0 1 (m, 4H) , 7. 1 5 (b r s, 1 H) , 7. 2 8-7. 3 1 (m, 
4H) , 8. 1 2 (b r s, 1 H) , 8. 2 6 (d, J =4. 9 Hz, 1 H) , 

8. 58 (d, J=7. 9Hz, 1 H) 

mmmm cfd-ms, m/z) :47i cm + ) 

N- (4-n-7'f-;U7x-;U) -N' - {3- [ (6, 7-v/ h*»>-4 
-*yj;l) 7x-^} frUT (9 1) 

^»J4 8(c4j>H^ 4--hD7x;-;H:^T3-- huy^y-ji^ 

+ yU>^^M^J4 9<»:|qI^(c«5cLTm/;> 6, 7-v^h + ->-4- (3- 
+y ij> (51mg) £h;l^> (3ml) »^ft?Lfc 
SL 4-n-m7x-/Kvm-f (0. 2ml) £Jd;U 5 0£|ffljQ 
IWtjttLfco S*2§£?on*;l,A/7-tr h> (1 0/1) T'Jg§gt-5>";^y;U 

1 H-NMR (CDC 1 q, 5 0 0MHz) : 5 0. 8 9 (t. J =7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2H) , 2. 5 1 (m, 2 
H) , 3. 95 (s, 1H), 4. 00 (s, 1 H) , 6. 49 (d, J=5. 
5Hz, 1H), 6. 81 (d. J=8. 0Hz, 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H) , 7. 2 1-7. 3 0 (m, 5 H) , 7. 3 7 (s, 1 H) . 

7. 51 (s, 1H), 7. 84 (brs, 1 H) , 8. 24 (brs, 1 H) , 

8. 43 (d, J=4. 9Hz, 1 H) 
MHMMt (FD-MS, m/z) :47 1 (M + ) 
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H»J8 6 

N-n-7^;U-N' - (4- [ (6, 7 -'J/ h*>>-4 J UAQ 

7x-i) frb7 (13 9) 
6, h + v/-4- (4-7;;7x; + y) "J > (5 lm g) £ 

rA<x> (3ml) ICM^L/^ n-yfMv.>74- r (0. 2ml) 
£flD;ix 1 4B#TO^a§^L^ 0 uu*j\, (10/1) r 

fill** 5/ 'J*y*>D7 h ^5 7 -f - C J: U «Ofl:M$ 3 1 m g, 

1 H-NMR (CDClg, 5 0 0MHz) : 6 0. 9 3 (t, J = 7. 3H 
z, 3H) , l. 3 7 (m, 2H) , 1. 5 3 (m, 2H) , 3. 2 8 (m. 2 
H) , 4. 04 (s, 3H), 4. 04 (s. 3H), 5. 04 (b r s. 1 H) 
. 6. 44. (d. J = 5. 5Hz, 1 H) , 6. 98 (b r s. 1 H) , 7. 1 
1 (d. J=9. 2Hz. 2H), 7. 41 (s, 1 H) , 7. 43 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J = 4. 9Hz, 
1H) 

MMmm (FD-MS, m/z) : 39 5 (M + ) 

n- {4- [ (6, 1^21 \Jf±nLz±l £*±± y^-Ji) - 

6, r*<>-4- (4-7;/7x; + i/) *y g > (53mg) <h 

mSSo D D ©4-h»j7;^D/^>^m#K (1 0 2mg) *N. N-yy*** 
K (3ml) HgftLfctU l-x^;U-3-(3' -*jc**7*y 
^oe*) KttK* (10 2mg) UlCT14imm 

Lfc 0 Kmm&®z*tmt***>T~mu fm^^m^mi^^^m 
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X H-NMR (CDC 1 g , 5 0 0MHz) : 6 4. 0 4 (s, 3H) , 4. 

05 (s, 3H), 6. 48 (d. J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1 H) , 7. 7 

6 (d, J=8. 5Hz, 2H), 7. 76 (d, J = 8. 6Hz, 2H), 8. 
0 2 (d, J = 7. 9 Hz, 2H) , 8. 1 3 (b r s, 1 H) , 8. 4 9 (d. 
J = 5. 5Hz, 1H) 

K«£tfr*t (FD-MS, m/z) :4 68 (M + ) 

306*18 8 

N- {4- [ (6, l_zl± H**>-4 Ml) **'>3 7z-;M - 
(4-'>^o^j/;b7x-;U) ^Mj±»j K (15 8) 

6, 7- S>y h + i/-4- (4-Ti y 7xy + i/) +y U > (5 2mg) £ 
mB5o°DO 4 - > 9 p i/A&B&Wt ( 1 0 9 m g ) £ N , N — i>V f-Jl^jUM, 
7i K (3ml) (cjftHtybfts l-x^^-3- (3' - S>V *;U7 $ y 7o 
h°;b) *jt,#?-r ^ Kggg (1 1 Omg) ZtiQiL, Sfilwfl 4^ria«J$Lfc 

X H-NMR (CDClg, 5 00MHz) :<51. 2 5-1. 86 (m, 
10H), 2. 55 (m, 1 H) , 4. 01 (s. 3H), 4. 03 (s, 3H) 
, 6. 46 (d. J = 5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz. 2 
H) , 7. 27 (d, J = 7. 9Hz. 2 H) , 7. 39 (s, 1 H) , 
7. 55 (s, 1H), 7. 75 (d. J = 9. 2Hz. 2 H) , 7. 83 (d, 
J = 8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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®it:##rflt (FD-MS, m/z) :4 8 2 (M + ) 

nmms 9 

N- {3- [ (6. 7-v>'y h^j/-4-^y \) ,p 7 x-;l4 - 

(4 - t -7>;l7x-;I/) ft;t/;K4->K K (15 9) 

6. 7-^ h*y-4- (3-7;;7 i / + y) +/ij> ( 54mg ) i 
mKo Q D©4-t-7f-4,£m#8? (102mg) £N, N-y>mM7; 
K (3ml) K&Jglfc^ 1 -jLj-jl-3- (3 1 -y7f;l/7;;7*Dt^) 
#^**->V 5 Ki£g?£ (1 0 6mg) £Jd;L n MSKT 6 B^£#L*:&. mm 

1 H-NMR (CDC lg., 5 0 0MHz) :61. 34 (s, 9 H) , 
4. 01 (s, 3H), 4. 04 (s, 3H) , 6. 55 (d. J=4. 9Hz, 
1H), 6. 97 (d, J = 7. 3Hz, 1 H) , 7. 29-7. 68 (m, 7 
H), 7. 85 (d, J = 7. 9Hz, 2H) . 8. 48 (d, J = 4. 9Hz, 
1H) , 8. 59 (brs, 1 H) 

(FD-MS, m/z) :4 5 6 (M + ) 

MfoW 9 0 

N- {3- [ (6, 7->7 h4y-4-^U^ 7x_;U) - (A 

- t -71- )l? x =.)[,) -hfrtf^Vi K (1 6 0) 

6, 7-v>V h*«>-4- (3-7^7x-W) U> (62mg) 
irfJ© D D D ©4-t-^mt#if (10 9mg) £N, N- i?y *,U*;l,A7 
^ K(3ml) l;^LfJ, l-x^;l/-3- (3' -V* =f-)lr I J -fu t° 
*) **#5>-f ; KWtt (1 1 2mg) fcjn*., MKT 2 5*flK*Lfc*U 
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Mmmb i tmmomiz^^rmnu £s©ft&«-5 4mg, m5i% 

X H-NMR (CDC 1 3 , 5 0 OMH.z) : 8 1. 3 1 (s, 9 H) , 4. 
00 (s, 3H), 4. 01 (s, 3H), 6. 83 (d. J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m. 9H) , 8. 0 6 (m, 1H) , 8. 3 9 (d. 
J = 4. 9Hz, 1H) , 8. 60 (br s, 1 H) 
MMftVrM. (FD-MS, m/z) :4 7 2 (M + ) 

N- {4- [ (6, 7jz21 h*'>-4-*y D;U) 7x-;M - (4 

-77-;l7x-A/) a;M?*»$ K (16 1) 

6, 7-i?t y*y-4 - (4-7U7x; + ^) +y "J > (6 2mg) £ 
mBSD D a04-yf-;l/$m#K (1 0 4mg) £N, N--^>f;^;l/A7; K 
(3ml) £a§ffl¥lfc&» 1 -xf-;U-3- (3' - y> *;b7 S J zfa t°;U) 
■h)VXV4 ^ KJg&ig (1 1 7m g) £7JD;U S&KT2 lNrPalft^L^ H 
»J 5 1 1 W&<DWLft\z «k T*IM U 3l^<ZMb£« 2 1 m g , 2 2 %T 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : S 0. 9 4 (t, J =7. 3H 
z, 3H) , 1. 3 8 (m. 2H) , 1. 6 3 (m, 2H) , 2. 6 9 (t, J 
= 7. 9 Hz, 2H) , 4. 0 3 (s, 3H) , 4. 0 5 (s, 3H) , 
6. 72 (d, J=4. 9Hz, 1H), 7. 30 (d, J = 7. 9Hz, 2H) 
, 7. 3 9 (s. 1H) , 7. 4 2 (s. 1 H) . 7. 5 7 (d, J =8. 5H 
2, 2H) , 7. 7 8 (d. J =8. 5Hz, 2H) , 7. 8 1 (d, J = 7. 
9Hz, 2H) , 8. 08 (s, 1 H) , 8. 42 (d. J=5. 5Hz, 1 H) 
M#tfrfil (FD-MS. m/z) :4 7 2 (M + ) 
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N- (4- [(6, 7-Vi h*->-4-*/ ***A 7x-;U} - 
N / - U-t*Jl**7x-Jld » 1/7 (1 6 3) 

6, l-'J* h*->-4- (4-7;;7x; + -» +;'J> (5 3mg) £ 
h;Ux> (3ml) lcflnJ»»JIPLfc8U 4-^fW7x-;Kvm-h 
(0. 2ml) £jfjo*. N 8 ^HttDf»iB«S L fc 0 #fifa LTfcfclSSfciHKU 
x>?ft£*5C££J;|JSJB0ffc£«&*6 2mg N iR$7 6«T»fc 0 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 62. 44 (s, 3H) , 
3. 9 4 (s, 3H) , 3. 9 5 (s, 3H) , 6. 4 4 (d, J =4. 9 Hz. 
1H) , 7. 19 (d, J = 9. 2Hz, 2 H) . 7. 2 3 (d, J = 8. 5H 
z, 2H) , 7. 3 8 (s, 1H) , 7. 4 4 (d, J = 9. 2 Hz, 2 H) , 
7. 52 (s, 1H), 7. 58 (d, J = 8. 6Hz, 2H), 8. 46 (d, 
J=4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s, 1 H) 
M£#fll (FD-MS, m/z) :46 1 (M + ) 

§*I&0J9 3 

N- (3-xh^y/^^^7xZ^) -N' - {4- C (6, 7-^^ h 
±2-4jz±Jjnd 7x.-M frU7 (16 4) 

6, 7 h*v/-4- (4-7^7xy + ^) +yj>(53mg)^ 
h^x> (5ml) icMigfgl/^ 3-xh**>rt;U#x;U7xx;H'y;, 
7*-h (2 8 4mg) ^Jd^> 1 B#r^&SiftLfco Ki*^Dn*U/7 
*b> (10/1) T'S^t<5v I J77y^7A^oThr5 7^-iw«k0m^ 
U £S©fc&%[£l 8mg, W2 0%T-^7to 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 1. 3 8 (m, 3H) . 
3, 9 8 (s, 3H) , 4. 0 5 (s, 3H) , 4. 3 5 (m, 2 H) . 6. 4 
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5 (d. J = 5. 5 Hz, 1H) , 7. 12 (d, J =9. 2Hz, 2H) , 
7. 4 0 (s, 1H) . 7. 4 7 (d, J = 9. 2 Hz, 2 H) , 7. 4 7 (d, 
J = 8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 96 (d, J = 9. 2H 
z, 2H) , 8. 05 (s. 1H) , 8. 1 7 (s, 1H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H). 
mmtitirm (ED-MS, m/z) :4 8 7 (M + ) 

H»J9 4 

N- (4-^dp7^) -N' - {4- [ (6, 7-^y L±jiz±Z± 
*±j/} 7x^} frP7 (16 5) 

6, 7-9/ h+^-4- (4-7;;7x;*y) *>"J > (5 2mg) £ 
h;Ux> (5ml) 4-^oo7x-Mvm-F 
(0. 2ml) fcftiiU l^nftHKOHtt/iio *ftfi LT§^feS^»ffiU 

1 H-NMR (DMSO-d c , 500 MHz) .5 3. 94 (s, 3H), 

o 

3. 95 (s, 3H), 6. 4-4 (d, J = 5. 5Hz, 1 H) , 7. 20 (d, 
J =9. 2 Hz, 2H) , 7. 3 2 (d, J =8. 5 Hz, 2 H) , 7. 3 8 

(s, 1H). 7. 49 (d, J=9. 2Hz. 2H). 7. 51 (s, 1 H) , 
7. 58 (d, J=9. 2Hz, 2H), 8. 46 (d, J=4. 9Hz,lH) 
, 8. 83 (brs, 1 H) , 8. 8 3 (brs, 1 H) 

M£*flt (FD-MS, m/z) :44 9 (M+), 45 1(M + + 2) 

H»J9 5 

N- (2-^V7-ob^7x-;l/) — N' - {4- [(6, 7->^h*>>- 
4-^;'J^) 7x-;H OUT (16 6) 
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6, 7- i// h*is-4- (4-7^7x; + y) *7 >J > (4 4mg) £ 
f^x> (5ml) tcflDJ»£J!¥Lrt:gU 2-^V^DtVl,7x^KV->7^- 
h CO". 2ml) 8 0^Jd1j§IL/:o o p*;UA/7-fer h 

> (1 0/1) TJg^tS'>'M>rVU^7A^nvh^7^-{C < kt)f|^L N 

£H©{t£«-l 4mg, JR$2 0%Tl#fco 

2 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 2 1 (m, 6H) , 

3. 2 1 (m, 1H) , 4. 0 4 (s, 3H) , 4. 0 4 (s, 3H) , 

6. 4 2 (m, 1H) , 6. 6 3 (m, 1 H) , 7. 0 9-7. 5 5 (m, 1 1 

H) , 8. 4 6 (m, 1 H) 
ffg#tfrfil (FD-MS, m/z) :4 5 7 (M + ) 

HJ&019 6 

N- (4- [(6, 7-->'y h*i/-4-*/ V Jl) 7x-;U} - 

N' -7x^7 1^7 (1 6 7) 

6, 7-vV h*^-4- (4-7;;7x; + y) > (5 lmg) £ 

h^x> (5ml) (cJp^^L^ 7 V is7 h (0. 2ml) 

^dd^ 5 o$r3mfmwtit: 0 gg£?ou*;i>A/7-t?b> uo/d t- 

MBS t § > 'J * ?M ? A >? a v h ?? 7 * - \Z <fc <9 fitS! U SS©>fl:^£ 
21mg, 1 %T*#fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 4 (s, 3H) , 
4. 0 4 (s, 3H) , 6. 6 1 (m, 1 H) . 7. 0 5 (m, 1 H) , 7. 3 
6-7. 44 (m, 10H) , 7. 99 (s, 1 H) , 8. 3 1 (s, 1 H) , 
8. 3 6 (m, 1H) 

©£#tfr<I (FD-MS, m/z) : 4 3 1 (M + ) 
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M»J9 7 

" N- {4- [(6, 7-?> h*->-4-*y »J;U) 7x-;H - 

N' - (2 --FD7x-il/) gj/7 (168) 
6, h + i/-4 - (4-7;;7 i ^-» > (8 3mg) * 

h^x> (8mi) iztmmmitzm, 4--hn7xzMvm-h o 

7 0 m g ) £Jd*.* 4 0 £NMMHE L fc e Iff iH L T £ U h A<x 

>Tifc$t£C£Kcfc^jS0{l:£$£5 8mg, IRSP4 5%"e^/c 0 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 53. 94 (s, 3H) , 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =5. 5 Hz. 1 H) , 7. 2 2 (m, 
1H) , 7. 2 3 (d, J =9. 2 Hz, 2 H) . 7. 3 8 (s, 1 H) . 7. 
51 (s, 1H), 7. 62 (d, J=9. 2Hz, 2H), 7. 71 (m, 1 
H) , 8. 1 1 (m, 1H) , 8. 3 1 (m, 1 H) , 8. 4 6 (d, J =5. 
5Hz, 1H), 9. 62 (s, 1H), 9. 96 (s, 1 H) 

MfttfHI (FD-MS. m/z) :4 6 0 (M + ) 

N- (2-7W7xz;l/) -N' - {4- [ (6, 7->M hj^-4-j. 
7x~;u} »U7 (16 9) 

N- {4 - [ (6, 7-vV h + i/-4- + y 'JJl/) 7x^} - 

N' - (2--hn7x-^) (4 2mg) £N, N - ^;b*;bA7 

$ K/^iif^ (12ml /6ml) fcSJHU 2 0K2Kitffc'<7 
* (7 0mg) *Jd^ **3H§LTMlcT3l$H^Lfco RJ6»*Hr5-f 

Lfc 0 METfc&SiU £S<D{t£fe£3 9m g x JR*1 0 0%T~'&ii o 
1 H-NMR (DMSO-dg , 500 MHz) : 6 3. 94 (s, 3H), 
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3. 95 (s, 3H), 4. 77 (b r s, 2H) , 6. 44 (d, J = 5. 5 
Hz. 1H) , 6. 5 8 (in, 1 H) , 6. 7 5 (m, 1 H) , 6. 8 5 (m, 
1H), 7. 18 (d, J=8. 5Hz, 2H), 7. 34 (m, 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d, J=9. 2Hz, 
2H) , 8. 2 9 (s, 1H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 

8. 92 (s, 1H) 

nmftVrfe (FD-MS, ra/z) :4 3 0 (M + ) 

^WJ99 

N- {4- [(6, 7-^ht->-4-t/'J^) ^y] - 
K ~ (3--ho7x-^) 7U7 (17 0) 

6, h + y-4- (4-7;77x; + y) 4/'J> (83mg) 

hJUJi> (6ml) icjD^j^L^ 3--hD7x^;^vi/7^- h 
(3 8 4mg) ^Jn^ 4 0^r B m^MLfco ^^DD*W7-fr h > 

(lo/i) TJll§t^v"J*>!f;^^^A^D■7^/77^-ic«i;^i^i^L^ m 

mvit&VdZ 44mg, iR$3 4 %TH*: 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 63. 99 (s, 3 H) , 

4. 04 (s. 3H), 6. 43 (d. J = 4. 9Hz, 1 H) , 7. 10 (d, 

1=9. 2Hz, 2H), 7. 38 (m, 2H), 7. 47 (d, J=8. 6H 

2, 2H) , 7. 5 7 (s.. 1H) , 7. 8 1 (m, 2H) , 8. 19 (s, 1 
H) . 8. 31 (s, 1H), 8. 46 (d. J = 4. 9Hz, 1 H) . 8. 5 
9 (s, 1H) 

M^fffi (FD-MS. m/z) :460 (M + ) 
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mmm o o 

N- {4- [ (6, 7 -it/ h*->-4-*7 <J;U) *±j/\ 7x£jj - 
N / -^».f-;U^l/7 (1 7 1) 

6, 7-S?y H + (4-7$;7*;*'» */"J> (5 lmg) * 

h;Ux> (5ml) ictoJl&*iPLfcSU **f-;H'vS/7*-h (0. 2ml) 
*Jn*^ 2^KIJDiiaiaEL^o iM^ot-W7^h> (1 0/1) T?g 

mg N 1R$4 l%TH7t 0 

X H-NMR (CDC l g . 5 0 0 MH z ) : 5 0. 8 7 (m, 3H) , 1. 
2 6-1. 3 0 (m, 10H) , 1. 5 3 (m, 2H) , 3. 2 7 (m, 2H) , 
4. 03 (s, 3H) , 4. 03 (s, 3H) , 5. 0 4 (m. 1 H) , 6. 4 

4 (d, J =5. 5 Hz, 1H) , 6. 9 7 (s, 1 H) , 7. 1 0 (d, J = 
8. 6Hz. 2H), 7. 41 (s, 1 H) , 7. 42 (d. J=8. 6Hz. 
2H), 7. 55 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) 

VM&VxtiL (FD-MS, m/z) :45 1 (M + ) 

Jtttffl-0 1 

n- (3-7^y-7x_;u) -n / - {4- [ (6, Vz2A t±*zAz± 

JV)V)**r^ 7x-;l) 9 1/7 (17 2) 

N- {4- [ (6, h*->-4-*y UJlO 7x^;l/} - 

N' - (3--hD7x-;W -7U7 (2 8mg) £N, N - v>y ^;U*;UA7 

5 K/ft»xf-;U (5m 1/2. 5ml) fcfcjSU 2 0 96*IWfc/<?5 

%i% (9 7mg) *Jp;U 7K^5?ffl^Tm^T3^FBlffi^L^ 0 Rfctt£-fe7 
-f h*ffllvt»«Lfc8U #tt*tSfD68*Tftfr Lx &7K5S&7" h 'J 
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H-NMR (CDClg , 5 0 0MHz) : 64. 0 2 (s, 3H) , 
4. 0 3 (s, 3H) , 6. 4 1 Cm, 1 H) , 6. 4 1 (d, J =5. 5 Hz, 
1H) , 6. 6 1 (m, 1H) . 6. 9 0 (s, 1 H) , 7. 0 5 (m, 1 H) , 
7. 0 9 (d, J =8. 5 Hz, 2H) , 7. 4 0 (s. 1 H) , 7. 4 3 (m. 
1H), 7. 47 (d, J=8. 5Hz, 2H), 7. 55 (s, 1 H) , 8. 
03 (s, 1H) , 8. 44 (d, J = 5. 5Hz, 1H) 
nmfiftm (FD-MS, m/z) : 4 3 0 (M + ) 

_N-7U^-N' -{ 4 -[( 6t 7-^F^y-4-^;iJJl/) t^y] 
y^-jl] (17 3) 

6, 7-v>V h**s-4- (4-7^7x;4-» *7 'J > (50mg) £ 
N, N-yyf;^A7; K (5ml) 7 'J 7 >7*- h 

(0. 2ml) ^Jn^ 8 0°CTl5^JDiftffi}$L/Co £f&&K7K£ftl;i. # 
^i^;PT2@MtiiL^W*ll^«aio^7j<T^L, ft*fl£g^ h D ^at 
&$l£ 0 &ET&i££S£L g$£?oo*;UA/7"tr h> (10/1) X" 

mm z v t> ff ji ft v a ? d ^ h y y ? < - tc & <o nn i ^ m.m<D^%^ 

6 lmg, JR$9 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 9 0 (m, 2 H) , 

4. 03 (s, 3H), 4. 03 (s, 3H) , 5. 12 (d, J=10. 4H 
z, 1H), 5. 23 (d, J = 1 7. 7Hz, 1 H) , 5. 62 (s, 1 H) , 

5. 88 (m, 1H) , 6. 41 (d, J=4. 9Hz, 1 H) , 7. 08 (d, 
J =8. 5, 2H) , 7. 3 9 (s, 1 H) , 7. 4 4 (d, J = 8. 5 Hz, 
2H), 7. 54 (s, 1H), 7. 75 (s. 1 H) , 8. 44 (d, J = 
5. 5Hz, 1H) 
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H*5Mfte (FD-MS, m/z) : 3 7 9 (M + ) 
H»10 3 

N- {4- [ (6, Y*v-A-*; «JAQ t±2l Z±£i!kl ~ 

N' - Ol_ = ±2±2U 7^7 (17 4) 

6, 7->M h**>-4- (4-7U7x; + y) *y D> (5 0mg) £ 
f^x> (5ml) KlJU&®mitz'&, 1 -t7fM V >7*- h (0. 2m 
1) £t)D;i> 2 0»il«Lfco &S£7oD*;bA/7-tr h> (10/1) 

T-jg^t s 'j # ? )in ^ a ? d v h / ^ 7 a - iz ck «9 mm i , mmmt&mt: 

4 1mg, iR^5 2%TH/c 0 

* H -NMR (DMSO-dg, 5 0 0MHz) :<53. 95 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 21 (d. 
J = 9. 2Hz, 2H), 7. 38 (s, 1 H) . 7. 4 8-7. 6 5 (m. 7 
H) , 7. 92-8. 15 (m, 3H), 8. 46 (d, J=4. 9Hz, 1 H) 
, 8. 80 (s, 1H) , 9. 20 (s, 1 H) 

H1##HI (FD-MS, m/z) :4 6 5 (M + ) 

10 4 

N- (2-t:7x-;t0 -N' - {4- [ (6, h*>-4-*7 'J 

)V) 7x-i) 71/7 (17 5) 

6, h**>-4- (4-7 5y7*y*-» »J> (5 2mg) £ ■ 

(5ml) i;HMLM> 2-t'7x-;Kvm-h (0. 2 
ml) £JD;U 3 05rP B m%iS^L^o ^7Pn*W7th> (1 0/ 

i) T'®§at5'>';^y^7A^DTh/57^-cj:t)ms!!L^ 

6mg. iR$6 4%T^o 
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H-NMR (CDC 1 , 5 0 0MHz) : 6 3. 9 7 (s, 3 H) , 
4. 04 (s, 3H) , 6. 35 (d, J=5. 5Hz, 1 H) , 6. 96 (s, 
1H), 7. 40 (d, J = 9. 2Hz, 2 H) , 7. 14-7. 39 (m, 
11H), 7. 54 (s, 1H), 7. 89 (b r s, 1 H) , 8. 08 (d, 
J=8. 6Hz, 1H), 8. 3.3 (d, J=5. 5Hz, 1 H) 
M&ftVrm (FD-MS, m/z) :49 1 (M + ) 

N- (4 -xf;|/7x-;l/) -N / - {4- [ (6, 7-v^ h*->-4-* 
7'J;IQ t^y] 7x-i/l/} » 1/7(18 8) 

6, 7-v^y h^>-4- (4-7U7x^i/) +;<J> (5 lmg) £ 
h;l<x> (5ml) icM^ML^ 4-xWx^WVy7^ - h 
(0. 2ml) ^JD^ SOfiffltiamMMUZo a a*jUJ*/T* h> 

(i o/i) r~imtz>i'>)t)>f)ii] : ?i±>?BvYy : 7'7 << -t^nni, u 

MoltS®}* 4 2 m g , JR$ 5 6 %?ntz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 1 8 (m, 3H) , 2. 
5 8 (m, 2H) . 3. 9 9 (s, 3H) , 4. 0 2 (s, 3 H) , 6. 3 9 

(d, J = 5. 5 Hz, 1H) , 7. 0 7 (d, J =9. 2 Hz, 2H) , 7. 
11 (d, J =7. 9 Hz. 2H) , 7. 2 5 (d, J = 8. 5 Hz, 2H) , 
7. 40 (s, 1H), 7. 42 (d, J = 8. 5Hz, 2H), 7. 55 (s, 
1H) , 7. 6 0 (s, 1H) , 7. 8 1 (s, 1 H) . 8. 4 3 (d, J =4. 
9Hz, 1H) 

K&fiVrm (FD-MS, m/z) : 44 3 (M + ) 



WO 97/17329 



PCT/JP96/0J229 



88 

N- (4-7;^D7xz;l/) -N' - {4- [ (6, 7-i?J h*->-4- 
^U_£JLQ 7x^1 »7l/7 (4 4) 

6, 7-i?y h*->-4- (4-7i;7x;*i/) (54mg) * 

h^x> (3ml) (cM/g^L^ 4-7Wd7x-M 7 >7*- h 
(0. 2ml)^M, 7 0^*D^iS^L7to ^tt}LT#^B B B ^SKU h 
h^y^&fetZZtK&Kimmoit&lto*?, 8mg, iR^4 8%Tl#/Co 

X H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 94 (s. 3H), 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 4. 9Hz, 1H), 7. 1 2 (m, 
2H) , 7. 1 9 (m, 2H) , 7. 3 8 (s, 1H) . 7. 4 7 (m, 2 H) , 
7. 5 1 (s, 1H) , 7. 5 9 (d, J = 9. 2 Hz, 2 H) , 8. 4 5 (d, 
J=5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) fft 
£#rtt (FD-MS, m/z) : 4 3 3 (M + ) 

H»J7 6 

N- (4-7-q^7x-^) -N' - (4- [ (6, 1- : J* Y*v-A~* 
JV-)V) ***/\ 7x-;U} frl^7 (4 5) 

6, 7-v'y h + v/-4- (4-7$ ;7x; + -» *y U > (52mg) 
hd/x> (3ml) iztiammitz^ 4-7 , d*7x;M7'>7*-F 
(0. 2ml) ^Jn^ 50&lffitaiaKKLfco lftajLT£££ H B B £«JKU h 

X H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) . 
3. 95 (s, 3H) , 6. 4 4 (d, J = 5. 5 Hz. 1 H) . 7. 19 (d, 
J =9. 2Hz, 2H) , 7. 3 9 (s, 1 H) . 7. 4 5 (m, 4H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H) , 8. 46 (d, J 
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nmmi 0 6 

N-OyV;U-N' -{4- [(6, 7 - vV K*->- 4 'J ;l) 
«>] 7x-jM 9b7 (1 8 9) 

6. 7-->V h + v/-4- (4-7;77xy + y) +yj> (5 2mg) £ 
h;bi> (5ml) CjD.WLfct, <>y^M7y7*-h (0. 2ml) 
£3JD*-> 5 0#P«&jML/c o g2t£?°n*^A/7-ir h> (10/1) T 
S^t £ *> 'J i]*/ foil? D? h/7 7 4 —Met *7 $f§!! L> %M<Dit&®Z 
1 lmg N iK^l 5%m/c 0 

X H-NMR (CDClg, 500MHz) : 5 4. 06 (s, 3H), 4. 

07 (s, 3H), 6. 49 (d, J=4. 9Hz. 1 H) , 7. 20 (d, J 
= 9. 2Hz, 2H), 7. 43 (s, 1H), 7. 54 (m, 2H), 7. 5 

8 (s, 1H), 7. 65 (m, 1 H) , 7. 71 (d, J=9. 2Hz, 2H) 
, 8. 04 (d, J=7. 9Hz, 2H), 8. 50 (d, J=5. 5Hz, 1 
H) . 9. 53 (s, 1H) , 11. 04 (s, 1 H) 

KStftfrfil (FD-MS, m/z) :4 4 3 (M + ) 

10 7 

N-^h*ist))ltf-)l-N' - {4- [(6, 7-v'y h^->-4-^yj 
)V) 7x-M frt/7 (19 0) 

6, 7-v;f K*«>-4- (4-7;/7xy + -» +7'J> (52mg) £ 
h;Ux> (5ml) iztammmit:^ x h + x^Utf^M' 7 i/7*-- h 
(0. 2ml) ^Jd^ 1 5$mtiQ?mMUz 0 gg£?OD*;UA/7-tr h> 
(1 0/1) T'mmZ'sViiYJlfiy^tv-rbyyyj-t^tomui^ Wl 
SOft^^Omg, JR«8%mt 0 

X H-NMR (CDCL, 500 MH 2) : 5 1. 37 (t, J = 7. 3H 
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z, 3H) . 4. 1 0 (s, 3H) , 4. 1 7 (s, 3H) , 4. 3 1 (q, J 
= 7. 3 Hz, 2H) , 6. 7 0 (d, J = 6. 1Hz, 1 H) , 7. 2 0 (d, 
J =8. 6Hz, 2H) , 7. 6 4 (s, 1 H) . 7. 7 2 (d, J =9. 2H 
z. 2H), 8. 12 (s, 1H), 8. 50 (d, J = 6. 7Hz, 1 H) , 
1 0. 08 (s, 1H) 
MbWftt (FD-MS. m/z) : 4 1 1 (M + ) 

%mm i o 8 

N- {4- [ (6, 7-vV h*->-4-*7 <)Jl) *±j/) 7±-Jl] - 
N' - (2-^^>>U7x^;b) frU7 (5 6) 

6, h*r/-4- (4-7;;7x; + i/)*yy> (5 1mg) £ 

h;l/i> (5ml) KjnttigjBLfcgU 2-/f-^7x->-rv->7*-h 
(0. 2m])«rjD^ % 1 5 L fc 0 ME*? 0 0*^/7* h > 

(1 0/1) T?gHt*->»My;U*5A^D-9'h/77-f-JCj;e)|W[|U * 

1 H-NMR (CDC lg , 5 0 OMHz) : (5 2. 2 0 (s, 3H) , 4. 
00 (s, 3H), 4. 03 (s, 3H), 4. 31 (q, J=7. 3Hz, 
2H) , 6. 4 0 (d, J = 5. 5 Hz, 1 H) . 7. 0 5-7. 2 0 (m, 6 
H) , 7. 3 9 (s, 1H) , 7. 4 2 (d. J =8. 5 Hz, 2 H) , 7. 5 
5 (s, 1H), 7. 60 (d, J = 7. 9Hz, 2 H) , 7. 80 (s, 1 H) 
. 8. 45 (d. J=5. 5Hz, 1 H) 
MbMrffi (FD-MS. m/z) :42 9 (M + ) 
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1 1 0 

»J10 9 

N - {4- [(6, 7-/y^y-4-t;'J;l) t±±] 7x-)b} - 
N' - (3->Wx-;l) -71/7 (5 5) 
6. 7-^^>-4- (4-7; J7xJ *•» *yj > (5 lmg) £ 

(5ml) »ClH«l»»Lfc^ 3-y^7x-;I,>f VS/7*- h 
(0. 2ml) *JD^ N 1 5#HJnJftil«Lfco n D.*;UA/7-t? h > 

(i o/i) x-mmtzi'V* j fJi'jj7J*?B'?\>yyy<--tz&mnu * 

ffl©fl;&4aj*4 lmg. iK$5 6%Tii*:o 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : <5 2. 3 2 (s, 3H) , 
4. 02 (s, 3H), 4. 04 (s, 3H), 6. 43 (d, J=5. 5 Hz, 
1H) , 6. 93 (d, J=7. 3Hz, 1 H) , 7. 1 0-7. 22 (m, 6 
H) , 7. 41 (s, 1H), 7. 44-7. 47 (m. 3 H) , 7. 56 (s, 
1H) , 8. 46 (d, J=5. 5Hz, 1H) 

(FD-MS. m/z) : 4 2 9 (M + ) 

mmmno 

N- (2-7^Q7x^) -N' - {4- [ (6, 7-->V b*is-4- 
±JJJ£ 7x-;l) 7U7 (6 0) 

6, 7-vM H + S/-4- (4-7;;7x; + -» 'J > (5 lmg) £ 
h^i> (5ml) fcflDa&»fl?Lfc8U 2-7;Wn7x-WVyn- h 
(0. 2ml) ^Jn^ 15»MLfcoiI^^D*W7th> 
(1 0/1) T*ggat5->';*W*7A^o-7h/7 7-f-fc«k»jfl|»!U $ 
ScD<bS$l£ 5 4 m JR* 7- 3 %T**§fc e 

1 H-NMR (CDClg, 500 MHz) : <5 4. 01 (s. 3 H) , 
4. 04 (s, 3H), 6. 44 (d. J=5. 5Hz, 1 H) , 6. 97- 
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1 1 1 

7. 0 4 (m, 2H) , 7. 10-7. 12 (m, 3H) , 7. 4 2 (s, 1 H) 
. 7. 4 9 (d, J =9. 2 Hz, 2 H) . 7. 5 7 (s, 1H), 7. 7 3 
(s, 1H), 8. 17 (m, 1H), 8. 35 (s, 1 H) , 8. 48 (d, 
J = 5. 5Hz, 1H) 
Wmmm (FD-MS, m/z) :4 3 3 (M + ) 

mmmi 1 1 

N- {4- [ (6, 7->>V h*->-4-*y 7zz;H - 

N' -7pfc';l,ftP7 (1 9 4) 

6, 7-^V h + y-4- (4-7;y7x; + y) *y >J> (5 4mg) * 
N, N-yyf^7^bA7i K (3ml) i:»|?Lfcl 7*0 h°;U-T 7 £/7* 
-h (0. 2ml)£flnx., 8 0rT2 4B*IBUDJK«|#Lfco EZNUztem*.* 

Tft»Lfco «ET»«t£S*U g$£?Do*;UA/74rh> (l 0/1) 

5 9rag, JRi£8 4%T^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) .6 0. 9 3 (m, 3H) , 
1. 5 5 (m, 2H). 3. 2 4 (m, 2H), 4. 0 2 (s, 3H), 
4. 02 (s, 3H), 5. 47 (t, J-5. 5Hz, 1 H) , 6. 41 (d, 
J=4. 9Hz, 1H), 7. 08 (d. J=8. 5Hz, 2 H) , 7. 39 

(s, 1H) , 7. 4 3 (d. J =9. 2Hz, 2H) , 7. 5 5 (s, 1 H) , 
7. 6 0 (b r s, 1H) , 8. 4 4 (d, J = 5. 5 Hz, 1 H) 

®fi##Hi (FD-MS, m/z) :381 (M + ) 
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%mm i i 2 

N- {4- [ (6, b±i^Az±Z **±3 7xx;t,} - 

N' - (4-7x^^;tol,7x^) frU7 (19 5) 

6, 7-?>h + '>-4- (4-7; 7 7x7 +7 'J > (5 4mg) £ 
hJbx> (5ml) £!B»U HJ7*X>f> (5 3rng) £fln;U 2 O^HtB 
*MB«tLfc 0 SMi:4-7;M>V7x;> (8 5mg) fcJoiU 1B^» 

&£g±u h> (lo/i) T-swt**>y*y^ 

^7A^o-7h^77^-{C«t«9^L> aiO^tt^l 9mg, JRj£21% 

1 H-NMR (CDCl g , 5 0 0MHz) : 6 4. 01 (s, 3H), 

4. 0 4 (s, 3H) , 6. 4 4 (d. J =4. 9 Hz, 1H) , 7. 1 2 (d, 
J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 4 6-7. 8 0 (m, 
12H), 8. 14 (s, 1H), 8. 30 (s, 1 H) . 8. 47 (d. J = 

5. 5Hz, 1H) 

XMtoim (FD-MS, m/z) : 5 1 9 (M + ) 

$mm 1 1 3 

N-^j-i/jl-W - {4- [(6, 7--^h^/-4-4yj;l/) 
7xx;b} »U7 (19 6) 

6, 7-v^y h*->-4- (4-7;;7x^-»+y'J>(52mg)^ 
N, N-x7^;U7*;bA7; K (3ml) lc^jgL^ N y->7* 
-h (0. 2ml) £Sd;l> 6 0 "CT 1 5 l$F»&«# I *:<> RJCifclCJ!k&flD;L> 
^Kx^;b-e2Isl»tBL^^WtSl^lSf0^7KT'^ls *S7k*il* h >J «?A 



WO 97/17329 



1 1 3 



PCT/JP96/03229 



•Vtmitzo &ET&$£S*U 8lt^DB*W7-bh> (10/1) 

6 3mg N JRi£8 4%T'#/c 0 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 8 5 (m, 3H) , 
1. 2 5-1. 4 7 (m, 6H) , 1. 5 0 (m, 2 H) . 3. 2 6 (q, d = 
6. 7Hz, 2H). 4. 02 (s, 3H), 4. 02 (s, 3 H) , 5. 68 

(brs, 1H), 6. 40 (d, J=5. 5H 2 , 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 94 (s, 1 H) , 8. 43 (d, J=4. 
9Hz, 1H) 

MM&Vt$L (FD-MS, m/z) :4 2 3 (M + ) 

HWJ114 

Nr (5--f>^->>U) — N" - (4- [ (6, 7-*y h*->-4-*yj 
JU) a-fr»>] 7^-;b) 71/7 (19 7) 

6, 7-^ h + y-4 - (4-7i/7xy + y) +;'J>(51mg) ^ 
(5ml) idWBU hU7**y> (5 4mg) 1 2^Jo 

*ft*afcLfc 0 S««H4-7$y-r>^> (36mg) £flD;i N 3 6 ^KKM&iS 

S±U M*^oD*;i/A/7-t?h> (10/1) TSH-r<5'>'J*y;u*7 
A^o«7h^7^-n«k0H«IU lioft^l 3mg. Wl 6%T1# 

X H-NMR (CDC 1 3 , 5 0 0MHz) : <52. 0 4 (m, 2H) , 
2. 82-2. 86 (m, 4H) , 4. 01 (s, 3 H) , 4. 03 (s, 3H) 
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, 6. 40 (d, J=5. 5Hz, 1 H) , 7. 03 (m, 1 H) , 7. 08 
(d, J = 8. 5Hz, 2H), 7. 13 (m, 1 H) , 7. 32 (s, 1H), 
7. 40-7. 57 (m, 6H), 8. 44 (d, J=4. 9Hz, 1 H) 
Mftflrtt (FD-MS, m/z) :4 5 5 (M + ) 

mmmi 1 5 

N- (3,- 4-OV F4-/7x^) -N' - {4- [ (6, l-i?/ h*:> 
-4-47 7x-M frUT LLi? 8) 

3, 4-y/ h + i/7-'J> (4 2mg) £>;Ux> (5ml) Kjg#U h 
'J*7.y> (2 4mg) £fln;U 2 2#»&S&fcLfc 0 SfEteli6, 7-i^ 
h + i/-4- (4 -7$ 7 7i;*-» *y U > (5 lmg) (52mg) ^ 

^^■e2|p|}4tbL^wmi^s^^7KT^L> m*timi- h »j OAtKii 

U: 0 UET®m%£L 8££*no*;UA/74?h> (10/1) TS§a 
t£ •> ^W7i,^Q7 h^77^ -f^ckt)*gi5! U mMaXtS®)* 15m 
g> JK^l 8%^^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 8 4 (s, 3H) , 
3. 8 5 (s, 3H) , 4. 0 1 (s, 3H) , 4. 0 4 (s, 3H) , 

6. 43 (d. J=4. 9Hz, 1H), 6. 7 5-6. 8 0 (m, 2H), 

7. 10 (d, J=9. 2Hz, 2H), 7. 16 (s, 1 H) , 7. 38 (s, 
1H), 7. 41 (s, 1H), 7. 45 (d, J=8. 5Hz, 2H), 7. 

5 6 (s, 1H) , 7. 5 9 (s, 1 H) . 8. 4 6 (d, J =4. 9 Hz, 1 
H) 

3fft##Hg (FD-MS. m/z) :4 7 5 (M + ) 
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»J116 

N- (3, 4 -xf l/>^y7x^) — N' - {4- [ (6. 7-v'y 
h**>-4-*7 ^-^y/] 7x-il} 91/ 7 (19 9) 

3, 4-xf-u>-;t+^7-'J > (8 0mg) £h;l/x> (5ml) 
U MxfjUj* > (0. 5m 1) £jD*.fc&h 'J*X^> (5 Omg) £Jd 
^ l^m^^L/Co S^C6, 7-^h + y-4- (4-7>; 7i 
7 + i/) 4-y 'J > (5 2mg) <&JD^ 1 0 0»IIILfco Sffc&K&ifc 

*;kk/7-irh> (10/1) t»5y'J*yM7A^D7h^77^ 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 

3. 94 (s, 3H), 4. 19-4. 21 (m, 4 H) , 6. 43 (d, J = 

4. 9 Hz, 1H) , 6. 7 4-6. 7 8 (m, 2H) , 7. 0 9 (s, 1 H) , 
7. 1 7 (d, J = 9. 2 Hz, 2H) . 7. 3 7 (s, 1 H) , 7. 5 1 (s, 
1H) . 7. 5 6 (d, J = 8. 5 Hz. 2 H) , 8. 4 5 (d, J =4. 9H 
z, 1H) , 8. 47 (s, 1H) , 8. 69 (s, 1 H) • 

VM&fim (FD-MS, m/z) :4 7 3 (M + ) 

1 7 

N-y^;U-N- {4- C (6, l-*Jt Y*c : s-A-*J U ;U) 7 
x-;U} — N' - (4-^ h^^x;!,) frU7 (2 0 0) 

(0. 2 7ml)K*&(0. 13ml) fcjD*. 6 0tTF2B#HJu 
&*#Lfc 0 rai:f h?kKD77> (8ml) KjgjgLfc 6, 7-$?* h 
*'>-4- (4-7;;7xy + -» (3 0 3mg) *Jn;U MU\ZX 
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ET*H*e*Lx SaE*^DD^A/7-irh> (1 0/1) T"Jg§3tS -> 'J 
*y;U*7A^DTh^57^-lcJ;?)»8!(U 6. 7 - ;<}>*•>- 4 - (4 
-*)li)\,Tl JZ>x.J*r : s) *J D >£3 2 7mgf§fc e 

c©6, 7->>v h*y-4- (4-*;i^;u7^ ;7i;t-» *y u > 

(3 1 7mg) ^fl>7kKD77> (9ml) fcfcJBU 7k*<k7^5 
■J*">A (1 8 lmg) £Jn;U MfcT2B#iaiI#lfco SlfctttcHMbT 

- •> A**fc£jQ * N ftiixf - 2 m^tb l fc*waw*ta?D*!i*Tijfe* u 

* h> (1 0/1) T?Jggat<5'>U^W*7A!7D-7hr7 7>f -li«tt)^S5! 
U 6, 7--^ h*>>-4- (4-^ W;;7x7 + i/) *y>J>£2 3 
9 m g ftfc 0 

c<D6, 7->*y h+->-4- (4->f^7;;7i; + -/) *y >; > (4 

9mg) ?rh;l/i> (5ml) IcJn&SI? L tz&, A-i h + ->7x-;Kv-> 
7*-h (0. 2ml) fcftuu 1. 2 $NfflD*UlftE I tz 0 mmtirnufrjlj*/ 
7*h> (1 0/1) vm&tZi' t )1> J fMyJ*9w 

! H-NMR (CDC l g , 5 0 0MHz) : <5 3. 3 8 (s, 3H) , 
3. 77 (s, 3H), 4. 05 (s, 3H) , 4. 06 (s, 3H), 

6. 14 (brs, 1H), 6. 59 (d, J=5. 5Hz. 1 H) , 6. 82 
(d, J = 9. 2Hz, 2H), 7. 21 (d, J = 9. 2Hz, 2H) , 

7. 29 (d, J = 9. 2Hz. 2H) , 7. 44 (d, J=8. 6Hz, 2H) 
, 7. 45 (s, 1H), 7. 52 (s, 1 H) , 8. 55 (d, J = 5. 5H 
z, 1H) 
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M£tfrtt (FD-MS, m/z) :459 (M"*") 

N-y^;U-N-7x-;b-N / - {4- [(6, 7 - h*>>- 4 J 
W *j±] 2±Z (2 0 1) 

6. 7->V h + v-4- (4-7$77xy*v) ^yj> (72mg) * 
h^x> (7ml) i:«U hU*^y> (52mg) £fcj;U 3 ftROfflj&l 
SfcLfco SJEttirN-^f-^7-»J> (0. 0 5ml) £ftj;U llfflUlDftgft 

*U ffil*i'Do*U/7th> (10/1) •emMtZi/*)1}Y)lti?J* 

* H-NMR (CDC 1 g , 5 0 0MHz) : 3. 37 (s. 3H), 
4. 04 (s, 3H), 4. 04 (s, 3H) , 6. 32 (b r s, 1 H) , 
6. 4 1 (d, J-4. 9Hz, 1H). 7. 07 (d, J = 9. 2Hz. 2 H) 
. 7. 37-7. 53 (m. 8H). 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1H) 
Kfitftfrfll (FD-MS, m/z) :42 9 (M + ) 

HJfe0Jll9 

N-y^;t/-N- (4-y h*'>7x-;tQ -N / -y?-A/-N' - (4 - 
[(6, 7 z £> h ^ - 4 - 4- y U >>b) t±2} 7x-Jl/) "7 1/7 (2 0 2) 

N- (A-/ h + i/7i-;W -N' - {4- [ (6, 7-i^ h + i/-4- 
*>"JA0 7x-;H 7U7 (99mg) £N, N-^*;Mwkk7 

S K (3ml) £fc#U 7kM^h';7A (4 2mg) £j&D;i> SfifcT2 0 
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£jm#lfc&3<r<t**Jl> (0. 0 3ml) £Jdjl, lUSJ^Tl B$H!l#Lfc« 

S£?oo*;UA/7-fr h> (10/1) -eg§8t£ > 'J fiYJlijy A? a v h 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 2 3 (s, 3H) , 

3. 24 (s. 3H), 3. 75 (s, 3H) , 4. 05 (s, 3H) , 

4. 06 (s. 3H), 6. 2 7 (d, J = 5. 5Hz, 1 H) , 6. 69 (d. 
J=8. 5Hz, 2H). 6. 81 (d, J = 9. 2Hz, 2 H) . 6. 89 
(d, J=9. 2Hz, 2H), 6. 91 (d, J=9. 2Hz, 2H), 7. 
42 (s, 1H), 7. 51 (s, 1H), 8. 53 (d, J=4. 9Hz, 1 
H) 

MftM (FD-MS, m/z) :4 7 3 (M + ) 

n«ii2o mnm 

mSSSO-hay ^> (10ml) «K rfrfiK D D D ©7- V-;U (1. 0 8 1 g) 
£rfrH£ D a o©3, 4-vJ^odKWMd'JK(2. 0 9 5 g) «hrf5SR B n aO^ 
'yx^t^AQII) M7;l/*ny*>7Jl/**- h (6 2 0mg) 

£S<Dfl:&&£2 7 0mg> «*1 0%T-i#fc o 

X H-NMR (CDC 1 3 , 5 0 0MHz) : d 3. 90 (s. 3H) . 
6. 9 8 (d, J = 9. 2 Hz. 2H) , 7. 5 6 (s, 1 H) , 7. 5 8 (d, 
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J = l. 8Hz, 1H), 7. 79 (d, J = 9. 2Hz, 2H), 7. 84 
(d, J = l. 8Hz, 1H) 

M##Hit (FD-MS, m/z) :2 8 0 (M + ), 2 8 2 (M + + 2) 

n«u2i mm) 

3, 4--^^DD7x-;l/ 4 - b K'p^->7x_;t/ >r h > 
H«J1 2 0Tl#/c3, 4--^dd7i^ 4-n + i/7i-;b y h 
> (2 35mg) ^^dd^> (2ml) ic^L, tK#T1. 0M*d> 
h';7o^ K-^^7DDy^>^ (7ml) £1ja^ ^4>2Bfcjf#Uc&£ 

o^l7 3rag, W7 7%tfc 

* H-NMR (DMSO-dg, 5 0 0MHz) :<56. 91 (d, J = 
8. 5Hz, 2H), 7. 62 (d d, J = l. 8. 8. 6Hz, 1 H) , 
7. 68 (d. J=8. 5Hz, 2H), 7. 80 (d, J=7. 9Hz, 1 H) 
. 7. 85 (d, J = l. 8Hz, 1H), 10. 55 (s, 1 H) 

nMftVrm (FD-MS, m/z) : 2 6 6 (M + ) , 2 6 8 (M + + 2) 

Hi60J12 2 

{4- [(6, 7-^h4->~4-^;'J^) t4^'>] 7xzM (3. 4 
-^DD7xi;l/) y $ J > (17 7) 

7^d*>^Tn Hl^Jl 21t?^3, 4-^^dd7x-;U 4-bKo 
+ ->7x-;U >rh>(154mg) £ 4 -SJy $ y t° U > (7 7 mg ) 
(5ml) *^A*i£ig4>lI#lfco 3Nr^4-^DD-6, 7- 
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12 0 

V* U > (1 2 9m g) £JD;U 2 1 V%r$tintmWLltz 0 frfom£®} 

7-b h> (2/1) TaHt*»«'>y*y^^DTh/5 7-f-|cJ:»)llHJ!U 
mm<Z>4k&®& 8 1 m g . 3 1 %Tff/r 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 3 (s, 3H) , 
4. 07 (s, 3H), 6. 68 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J = 8. 5Hz, 2H), 7. 46 (s. 1H), 7. 47 (s, 1 H) , 
7. 60 (d, J = 8. 5Hz, 1 H) . 7. 66 (dd, J = l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J=9. 2Hz, 2H), 7. 91 (d, J = 
1. 8Hz, 1H), 8. 60 (d, J=4. 9Hz, 1 H) 

Kftfttfrfil (FD-MS, m/z) : 4 5 3 (M + ) ,4 5 5 (M + +2) 

Hife#!12 3 m%m) 

4- (4-b Kd^'>^>vV^) >'/.=. M;U 

(1. 2 82 g) £rlJJRS©4-$'7y''<> 4 /'OU?n «J K (4 9 7mg) 
o n *)l A (5ml) ic&fl? L> rffffiS© t: 7. ( h U 7 x ^;bt^7 4 » 
i^9A (II) £ D U K (8 m g) £A*U 1 1 l$P H «&iIM I fc 0 

^t"^lfcc ^ET^S*'^/:^ (8 5 9mg) £xh5t Ko?5 
> (2ml) lcfcfl?$tf N * (5ml) t6m&*®m (1 2ml) ZtiaiLT 
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OflHKU *e0<t£®£2 5Omg^ iR*3 7 96T?»fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) :(56. 91 (d, J = 
9. 2Hz, 2H), 7. 67 (d, J=8. 5Hz, 2 H) , 7. 80 (d, 
J = 7. 9Hz, 2H), 8. 01 (d. J = 8. 6Hz, 2 H) , 10. 57 
(s, 1H) 

Kfi#0HI (FD-MS, m/z) :2 2 3 (M + ) 
HJ60J12 4 

4- {4- [ (6, 7-yy r*'>-4— W -OWM K 

>V£W ((17 8) 

7Ao*>M2fiT> 11*1001 2 3Ti#fc4- (4 - t Kd*v"<> */<f A,) a:> 
y- MJ;b (2 3 0mg) tl-y**)i>7iJ f'J $» (1 3 8mg) 
U> (5ml) *^A*lSS«t«#L*:o 1W4-^dd-6, 7-5>y h 

»8fcx I!<;:*pa*;bA/#Ki*;U (5/1) ■eS5Bt**Ji'>y o 
-7hr57^-{ci«9mg!U SS©ft^*l 99mg. iR*4 7«T»fc 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 54. 03 (s. 3H) , 
4. 06 (s, 3H) , 6. 68 (d, J = 5. 5Hz, 1 H) , 7. 2 9 (d, 
J = 8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 46 (s, 1 H) , 
7. 82 (d. J = 7. 9Hz, 2H) , 7. 90 (d, J = 8. 6Hz, 2H) 
. 7. 91 (d, J=8. 5Hz, 2H), 8. 60 (d. J = 5. 5Hz, 1 
H) 
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K£##Hi (FD-MS, m/z) : 4 1 0 (M + ) 



4-n^y7iz^ 2->f;l/7x-;i> frh> 

m&.S<D- ho>^> (1 Om 1) mi£o a D07-y-;U (1. 0 8 1 g) 
<tmSSn c a©2-^^^>yV;U^D'; K (1. 5 4 6 g) i« D 0^. ? r^ 
t'^Adll) h'j7;b;*o^>x;M->*-h (6 2 0mg) £Jq;U 60°CK 
T7tf«HI#Lfco KJCftM^XltMl 2 0 iB*0»ttT«31 U Moft 
£4fc*l. 6 7 9 g N JK^7 4%T'^ 0 
Kft£ffli& (FD-MS, m/z) :2 2 6 (M + ) 

^»J12 6 (#%fl|) 

4-fc H'd^'>7x-;U 2-yf^7x^ yh> 

£Jfe0J12 5T*ffc4-;< h+i/7x-;l/ 2 ->f^7x-^ ^h>(l. 
66 Og) «-^dd^A (1 0ml) tc&flSU tK^TI. 0M**D>hU7 

K-^^dd^>^ (2 9ml) £flox.. M£*$#lfc 0 1 
»wl. 0M*'n>MJ7o$ K-^ooy^>j|« (l 5ml) £Jo;L % £ 
S*2Bfe^L^^it^«3^HJfe^Jl 2 1 iPI*©^j*T«yiU se©-fb 
50 1gx JR*96^1?#fco 
1 H-NMR (CDClg , 5 0 0MHz) : 52. 30 (s, 3H) , 

6. 87 (d. J=8. 5Hz, 2H), 7. 22-7. 29 (m, 3 H) , 

7. 37 (td, J = l. 2, 7. 3Hz, 1 H) , 7. 73 (d, J=8. 5 
Hz, 2H) 

M$HJ?ffi (FD-MS. m/z) :212 (M + ) 
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fSJfeflll 2 7 

(4- [(6, 7-^^>/-4-ty'j;b)^->] 7x-^ (2-y 
f-;b7x-;U) y ?y > (18 0) 

7;Hf>JR«rF\ ^»Jl2 6Tf#rt:4-t Ko + y7xzA 2-^7^7 
^-;U yh>(i, 3 3 4 g) t4--^y^;U7$y t°'J v> (8 4 5mg) 
£*'>P> (15ml) ^Atl^S+ffi^L^o 1W4-^dd-6, 7 
- b*>*y >j > (i. 406 g) £fln;U 2 3WdML/; 0 £«g 

-lw^*tS«^ llc^HJ->/7*h> (2/1) ?MBfhhSj§JIi/rj*y,i, 
^D7h^7^-lc«±:t)fl$S!U m®<D<t&®Zl. 2 5 8 g, 1W5 0%T 

1 H-NMR (CDClg , 5 0 0MHz) : 52. 37 (s, 3H) , 
4. 02 (s, 3H), 4. 06 (s, 3H), 6. 65 (d, J=4. 9Hz, 
1H). 7. 23 (d, J=8. 6Hz, 2 H) , 7. 25-7. 35 (m, 
3H) , 7. 3 9-7. 4 2 (m, 1H) , 7. 4 5 (s, 1H) , 7. 4 6 
(s. 1H), 7. 91 (d. J=8. 5Hz, 2 H) , 8. 57 (d, j=5. 
5Hz, 1H) 

nm#m (fd-ms, m /z) =399 cm + ) 
nmm 1 2 8 

(3- [(6. 7-i?t h*»>-4-*yj;U) 7z,;l>} 7x-^y 

CI 8 1) 

4-*oo-6, 7-v>y (112mg) imiSa D D <D3-t K 
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n + W7x7> (2 9 7mg) *fi£U 1 7 OXJ+l O^BHWLfc^ 
M^t>/7^> (2/1) , P«flBt«WiS/y*y^DTh 
^^-Icii^^U &M<D4t&®l£l 26mg, lR$6 5%T«ifc 0 
1 H-NMR (CDClg , 9 0Mz) : <5 4. 04 (s, 3H), 4. 05 

(s, 3H), 6. 5 3 (d, J =5. 3 Hz, 1 H) , 7. 3 4-7. 8 8 

(m, 1 1H) , 8. 5 3 (d, J =5. 3Hz, 1 H) 

MHMfrtt (FD-MS, m/z) :38 5 (M + ) 

^Jfe^J12 9 (#%M) 
2-7o>T;l/ 4-I:Kd4^7x^ ^rh> 

SSf6«2 2Tfcfc4- h 'J-n-7^^f->- 1 - y F + ^yf;l,7x;-^ 
(1. 282g) <tmi5n n D©2-7D^;U^D u K (3 9 2mg) ^ddW 
A (5ml) U HTB5d° d cd fc: x ( h 'J 7x^*77 >f » s<y 5? * A 

(II) ?di; K (8mg) £A*U 1 ltflMSELfco K£fi£&£ISJfe0|2 3 

l* 0 «ET*»e4Sfc»fcg|fi (6 6 2mg) h^t Kd75> (2ml) 
KfcflS'lK 7k (5ml) tBWm&fflL (1 2m 1) *ao^T3^rJttDf»« 
^Lfco SiCS^*^»il 2 3£|^&©;£j£T'#i3U ^g©fl;£!fe£2 1 
8m g> JR$3 9%T*^o 

H — NMR (DMSO-dg , 5 0 0MHz) : 56. 76 (dd, J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, j-8. 5Hz, 2 H) . 
7. 33 (d. J=3. 1Hz, 1H), 7. 87 (d, J-8'. 5Hz, 2H) 
. 8. 06 (d. J=l. 2Hz, 1H), 10. 39 (s, 1 H) 
M£tfr€ (FD-MS, m/z) : 1 8 8 (M + ) 
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njsm 3 0 

2-7p-C;U- {4- [(6, 7-^^^->-4-^y^l/) t^y] 7x 
-M it Jy (182) 

* h> (2 0 5mg) £ 4 - ^7 ^ t° >J i?> (1 4 6mg) 
y (5ml) ^AtlEStfS^l^o 1B#P h 1^4-^dd-6, 7-^ h* 
>+y;> (2 4 4mg) £7)D;ix 2 0B#p a m^jiML^o £Jfr/g£tl£fi&fD£ 

^ ?np*;UA/gft£acf-;U (5/1) TjgKhr 'J tWU* p -? h ? 
77^-{c«fc^||S!!U ^©tt£«19 2mgs iR^4 7%TH^o 

! H-NMR (CDC 1 3 , 5 0 0MHz) :64. 0 3 (s, 3 H) . 
4. 07 (s, 3H), 6. 63 (dd, J = l. 8, 3. 7Hz, 1 H) , 
6. 65 (d, J=5. 5Hz, 1H), 7. 28 (d, J=8. 5Hz, 2H) 
, 7. 3 2 (d, J = 3. 7 Hz, 1 H) , 7. 4 7 (s, 1 H) , 7. 4 8 
(s, 1H), 7. 73 (d, J-l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H). 8. 58 (d. J = 5. 5Hz, 1 H) 
%&$Vm (FD-MS. m/z) :3 7 5 (M + ) 

njfe0ji3i 

rUKn Q o©-hny (5ml) 4>> mi5o D D©7-y-;U (54 lmg) £rff 
Igo^OS-yf-^yy^^^a'; F (7 7 3mg) imKn'&CX^^vJ^A 
(III) h iJ7;I/*d^>^W- h (4 9mg) £flD*.x 6 OTdTllftfll 
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t S S"J * Wrt 7A^7h^777^a?)^U ^e«Mt&t)£ 6 3 
5m g N JR$5 6%Ti!ito 
Mtftfril (FD-MS, m/z) :2 2 6 (M + ) 

H»J1 3 2 (#%0J) 

^»J1 3 1T1§/c4-^ h^->7x^;U 3-^;U7x^;U y h > 
(6 0 3mg) *^DD^^>(3ml) (w&J#L 7k#Tl. OMtfo>h 
'J7Di K-^nD^>M (11ml) £flD;U ^UtpmWltZo 2 2% 

m'mfcm&toznmi 2 1 tmm^^mmu mmcnt&mz 1 6m 

! H-NMR (DMSO-dg, 5 0 0MHz) :62. 3 8 (s, 3 H) , 

6. 89 (d. J=8. 6Hz, 2H) , 7. 3 7-7. 4 7 (m, 4 H) , 

7. 6 5 (d. J =8. 6Hz, 2H) , 10. 4 2 (s, 1 H) 
Mfi##Hg (FD-MS, m/z) : 2 1 2 (M + ) 

1 3 3 

{4- [(6, ht'>-4-^'J;b) 7x-;l/} (3-y 

f-;U7x-;u) y £y > (18 3) 

x-;b >7"h> (307m g) t A- ! Jt 9)17 I J t°U : J> (1 9 4mg) £ 
**>l/> (5ml) #'sMxS£*fl!#Lfco 1WKI4-^dp-6, 7-«7 
^ h***y |J > (3 2 4mg) *Jo;U 2 3B#FMft«ateLfco 
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MMm 122 1 nuoi5mx^m u mmoit&yjz 2 6 2 m g N a 5 %n 

1 H-NMR (CDC 1 g , 5 0 OMHz) : 6 2. A A (s, 3 H) , 
4. 03 (s, 3H), 4. 06 (s, 3H), 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 38 (t. J = 7. 3H 
z. 1H), 7. 41 (d, J = 7. 3Hz, 1 H) , 7. 46 (s, 1 H) , 
7. 49 (s, 1H), 7. 59 (d, J = 7. 3Hz, 1 H) , 7. 64 (s, 
1H), 7. 93 (d, J = 8. 6Hz, 2H) , 8. 57 (d, J = 5. 5H 
z, 1H) 

SlfB^tFHi (FD-MS, m/z) :3 9 9 (M + ) 

^WJl 3 4 (###|) 
4 -b Ko^y7x^ 4-- ho7x-;b » h > 

2Tl#fc4- h';-n-yf-;Uf->-l-y h + f^ 7i ; 
CI. 2 8 2 g) it&I D D D ©4--hD<>y^;^niJ K (5 5 7m g) 
uq*;Ua (5ml) i:i§»U rfrfifc&oDfcf* (h 'J7x_;^x70) 
(II) ?dijf (8mg) £A*l> 2 3Nrra^S^L/c 0 

*^T<mitz 0 mrmgikmmm a. o 4 7 g> *7^5 1 kd? 

5> (4ml) Cftff**, 7K (5ml) &6N«|!**tt (l 5ml) fc/jo* 

Timam&mitzo Kim&faznmn 2 3 <hE#07j&T-#igu mm® 

<t£toi3 9 8mg N iR$5 5%T«*tfc 0 

X H-NMR (DMSO-dg . 5 0 OMHz) : <5 6. 9 2 (d, J = 
8. 6 Hz, 2H) , 7. 6 9 (d, J =8. 6 Hz, 2H) , 7. 8 9 (d, 
J = 8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz. 2 H) , l o. 62 



WO 97/17329 



128 



PCT/JP96/03229 



(s, 1H) 

(FD-MS, m/z) :24 3 (M + ) 

{4- [ (6, 7-v>V ^-^y] 7x_;b) (4-- 

hD7x-;iQ y ?7> (18 4) 

x^;U y h> (3 7 0mg) t 4 ?)17 I J fc">; y> (2 0 4mg) £ 
*->l/> (5m 1) 4^Aftg-gittI#l/Co 1W^4-^dd-6, 7-y 
y U > (3 4 Omg) *Jd;U 2 3B#rain**«Lfco KJ£fi£&£ 

^tewi 3 o tmrnco^mT'tmu nmvit&mzi 3 8m gN $$3 6%t 

1 H-NMR (CDC l 3 , 5 0 0MHz) : 6 4. 0 3 (s, 3H) , 
4. 0 7 (s, 3H) , 6. 6 9 (d, J = 4. 9 Hz. 1 H) , 7. 2 9 (d, 
J-8. 5Hz, 2H), 7. 44 (s, 1H), 7. 47 (s, 1 H) , 
7. 93 (d, J = 9. 2Hz, 2H), 7. 96 (d, J=8. 5Hz, 2H) 
, 8. 37 (d, J=8. 5Hz, 2H) , 8. 60 (d, J=5. 5Hz, 1 
H > 

3JS£tfriI (FD-MS, m/z) :4 3 0 (M + ) 
££0113 6 

4-fcKp^^7x~;U 3, 4-/^U>'j7t^r'yy^-;l Vh> 
^^J2 2T-^4- h'J-n-^f-^^- 1-y h + ->y *^7xy-;U 
(1. 2 8 2 g) irfJI^OtXn^n'Ol^o >J K (6 6 4mg) ^dd* 
(5ml) fc*|?U mfiSSOt*^ (MJ7x-MX7 0) '^VtjL 
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(II) *oy K (8mg) £A*i> 1 fflBf&MM L tz 0 RJ&B&ft&&tt0!l 2 3 

Lfc 0 «ET««S*g&»yt3ei« (1. 0 3 0 g) ^fh7t Kd77> 
(2ml) \z®MZit, * (5ml) temWtfrmi (12ml) SrtoAT 

io.5 urnhmME i /: 0 sjGftM^mtn 1 2 3 1 ^o^stn u 

£S©ft£fe£ 2 1 2mg, JR$2 9%THfc 0 

*H-NMR (DMSO-dg , 5 0 0MHz) : 56. 15 (s, 2 H) , 
6. 88 (d, J=8. 6Hz, 2H), 7. 04 (d, J=7. 9Hz, 1 H) 
. 7. 21 (d, J = l. 2Hz, 1H), 7. 24 (dd, J = l. 8, 7. 
9Hz, 1H), 7. 62 (d, J = 9. 2Hz, 2 H) , 10. 34 (s. 1 
H) 

MHMJfM (FD-MS, m/z) :24 2 (M + ) 
13 7 

(4- [(6, 7--^^ h*->-4-*y U;tQ ** S A 7x^} (3. 4 
-^l/>-^ty7x^) / $ J y (l 8 5) 

7*=f>flBrF N Hife0>Jl 3 6T^4- t Kd*«>7x-;I/ 3, 4-^f- 
^•>'t+y7x^ >rh> (2 02mg) t 4 - V t ^-)17 i J h° 'J 5? > 
(112mg) (2ml) *'sMlgfi*it#Lfco 

dd-6, 7-v>y h*^yj> (i87mg) *uni % 2 o ^fsuamm I 

tzo Kmm&faznmm 12 At mmo^vm u Bmvxt&m* 135m 

g^JR$3 8%T^i^o 

H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 04 (s, 3H) , 
4. 06 (s, 3H), 6. 09 (s, 2H), 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d, J=8. 5H 
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z, 2H), 7. 38 (d, J = l. 8Hz, 1 H) , 7. 41 (dd. J = 
1. 8, 7. 9 Hz, 1H) , 7. 4 6 (s, 1 H) , 7. 4 9 (s, 1 H) , 
7. 88 (d, J=8. 5Hz, 2H), 8. 57 (d, J=4. 9Hz, 1 H) 
nmmm (FD-MS, m/z) :4 2 9 (M + ) 

n»U3 8 mm\) 

rfTfifoS,©- hoy (1 0m 1) ^ mfi5a D D OT-V-;U (1. 0 8 1 g) 
irtJBSn^O 3 - (h >j7^oy^;U) <>'AOI^d>J K (2. 0 8 6 g) i 
miSSo^ ^x;l/h^i, (III) h 'J7;^a> h (6 2 0mg) 

Srjn*. 6 ovizrimmwitzo m^m^^mmmi 2 0 tmmox&Tfa 
mu mmcoit&mzi 1 9m g . m>2 6%nmz 0 

^ H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 9 1 (s, 3H) , 

6. 9 9 (d, J = 9. 2 Hz. 2H) , 7. 6 0-7. 6 4 (m, 1 H) , 

7. 8 0-7. 8 3 (m, 1 H) , 7. 82 (d, J=8. 5Hz, 2 H) , 
7. 93-7. 9 4 (m, 1 H) , 8. 01 (s. 1 H) 

®S#tff{t (FD-MS, m/z) :2 8 0 (M + ) 

H$j0J13 9 (###]) 

3 8Ti#fc3- h 'J 7Woy^7x-;l/ 4-y h + ->7x-^ 
(6 5 7mg) £N, N- ^ ^;U*;l<A7 S K (35ml) fcfc/BU 
*M-7i^;J-y h + v'K (411ml) £fln;U 7;UrJ*>m«ET7^M«liS 

^l^o R^s^^^j3 3 tmmojj&T'mmL %m®4t&®$: a 5 4 

mg x iK$7 3%T'#fc 0 



WO 97/17329 



1 3 1 



PCT/JP96/03229 



1 H-NMR (CDClg , 500 MHz) : 6 5. 8 5 (s, 1 H) , 
6. 9 4 (d, J =9. 2Hz, 2H) , 7. 6 2 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d, J=9. 2Hz, 2H), 7. 83 (d, J=7. 3Hz, 1 
H), 7. 93 (d, J = 7. 3Hz, 1 H) , 8. 01 (s, 1 H) 

mmm 1 4 o 

(3-h'j7^toyf;b7x^) {4- [(6, h4»>-4~4- 

yy;i) 7x-iM (18 6) 

7^n*>^T> Steffi 1 3 9T»fc3->y7^D^fA7zi;i/ 4- 
tFo + y7x-;b ^h>(4 32mg)<t4-?Do-6, 7-v^h + i/ 
U> (3 6 3mg) ^^xf-i/>^ij3-ju>?y ^;l/i— rJl (1 0ml) 

mmz^ 1 6 owi limwwBtLfco %fcm&mzmum*mi- v 

5y'J*Wo7^77^ -lw J: Mid ? u o ^M/Kixf 

^ (5/1) TS58t*aiMS'U*y;l/^nT^57-f-irJ:t)||Jj{U 
©ft£#5£ 204mg > iR$28 KTfcfco 

* H-NMR (CDC lg , 5 0 0MHz) : (5 4. 0 3 (s, 3H) , 
4. 07 (s, 3H), 6, 69 (d, J = 4. 9Hz, 1 H) , 7. 30 (d, 
J=9. 2Hz, 2H), 7. 47 (s. 2H) , 7. 66 (t. J = 7. 9H 
z. 1H), 7. 87 (d. J = 7. 9Hz, 1 H) , 7. 92 (d, J=9. 
2Hz, 2H), 8. 00 (d, J = 7. 9Hz, 1 H) . 8. 08 (s, 1 H) 

8. 60 (d. J=4. 9Hz, 1 H) 

(FD-MS. m/z) :4 5 3 (M + ) 
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mmmni (.mm) 

rfJH£a D o©- h d y * > (5ml) >*\ m^D^T-V*-^ (0. 5ml) irfi 
W'/^D^f^M-i^DiJ K (0. 6 3ml) i tfrflKScM ? 
t^A(III) M7;M"oy *>x;U**-l> (2 8 8mg) £5d;U 6 0°C^ 
r3B#^«J$L^o RJ6»^**£*nn*Jl/AT#iIi8U ^dd^^aI^ 
tSfO&K*** h U 7A*»«£IS?D£i^?ft#lfco &7kiSS£^ h U 

^PVh^7^-|C«fc*9fl|SSIU *»DflA«*5 1 7mg, <R$51^TH 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 1. 2 1-1. 8 8 (m, 
10H). 3. 19-3. 25 (m, 1 H) , 3. 87 (s, 3 H) , 6. 93 
(d, J = 9. 2 Hz, 2H) , 7. 9 4 (d, J =9. 2 Hz, 2H) 
tt&fffl (FAB-MS, m/z) : 2 1 9 (M + +l) 

HWJ1 4 lTHfc4 -->^d^+*>;|,*^+*-;u- 1 - y h + ->^>-tf'> 
(5 17mg) £N, N-i>7f;l/t^A7; K (2 0ml) lc»fl?U 
9Af-*y h + i/K (5 3 8mg) £Jd*.s 7^^>St»Tl^PfljDJftfflafELfco 

■b h >T'Jg§gt S is 'J * W ? a -7 h 7 ^ - C J: t) UK U 8ffi0{fc£&£ 
4 8 7m g> JR*9 3%T^o 
1 H-NMR (CDC 1« , 5 0 0MHz) : 6 1. 2 3-1. 88 (m. 
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1 OH) , 3. 19-3. 2 5 Cm, 1 H) , 6. 0 6 (b r s, 1 H) , 

6. 89 (d, J = 8. 6Hz, 2H) , 7. 90 (d. J=8. 6Hz, 1 H) 
M£tfT*£ (FD-MS, m/z) :20 4 (M + ) 

nmm 143 

4—>?pM^;ua;b*- -^-i- [(6, 7 - h*is- 4 -*yj;l/> 
**vj l>g> (1 8 7) 

7;U=f>^fcT\ fWfll 4 2T»Hfc4-y^ n ^ ^ > >»P ^ ^ ^ ^. - 1 - t 
Kn+y<>^> (2 7 3mg) £4-?no-6, 7 - h * >j > 
(lOOmg) ^x^U^'js-^V^x-T^U (0 2ml) 

1 6 o°c*3 otimm&itzo mm&®izmnim7km+ v u 

* H-NMR (CDC 1 3 , 5 0 0MHz) : <51. 2 1-1. 9 3 (m. 
1 OH) , 3. 2 4-3. 2 9 (m, 1 H) , 4. 0 3 (s, 3H) , 4. 0 6 

Cs, 3H) , 6. 6 0 (d, J =5. 5Hz, 1 H) , 7. 2 4 (d. J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 47 (s, 1 H) , 8. 05 
(d, J=8. 5Hz, 2H), 8. 55 (d, J=5. 5Hz, 1 H) 

WWLftVrM (FD-MS, m/z) :3 9 2 (M + +l) 

£»J 14 4 (#%0J) 

2 - HJ 7;l/toyf;l/7x-Jl/ 4 -y h4=-y/7x~;U frh> 
mBS D Q D©x h o ^ ^ > (10ml) mK D a o07xy-;U (1> 08 lg) 
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£Tf!fi£oa<D2- (h VyjltD/f-jl) OV^Jlsfny K (2. 0 8 6 g) t 
rfrH&S.O'f yf^Ufc'S A (III) h ij 7Jl/tn^ *>x;U**- h (6 2 0mg) 

£flo;t> 6 ovizzmmm.&itz 0 Km^^t^oa^ji^^m^ 

MU *B©ffc£4fc*l. 4 0 2 g. iK^5 0%T-1#^ o 

* H-NMR (CDCl r 5 0 0MHz) : 5 3. 8 8 (s, 3H) , 
6. 93 (d, J = 9. 2Hz, 2H), 7. 37-7. 39 (m, 1 H) , 7. 

6 0-7. 6 3 (m, 2H) , 7. 7 5 (d, J = 9. 2 Hz, 2H) , 7. 7 
3-7. 7 8 (m, 1H) 

W*##HI (FD-MS, m/z) :2 8 0 (M + ) 

^0014 5 

2- r 'J 7^pyf;l7x^ 4 -h Fo^->7x-;l/ frh> 
^Jfeflll 4 4T?$fc2- h 'j7^Dyf^7xz;|, 4-y ^->7i^ 
(1. 4 0 2 g) £N, N-S^f-;M-wl,A7S K (1 5ml) fcfcflPU 
^-h';«7A^y h + s/K (8 7 7mg) fcjn*. 7;l/^ >»«TF 4 ^MftBIMl 

1. 0 5 0 gs W7 9%Tifc 0 
1 H-NMR (CDClg, 5 0 0MHz) : 8 5. 8 8 (s, 1 H) , 

6. 87 (d, J = 8. 5Hz, 2H). 7. 3 7-7. 3 8 (m. 1 H) , 

7. 5 8-7. 6 3 (m, 2H). 7. 71 (d, J = 9. 2Hz, 2 H) , 7. 

7 6-7. 7 8 (m, 1 H) 

M#0flg (FD-MS, m/z) :26 6 (M + ) 
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14 6 

(2-h'j7;l/tayWx-^) (4- [(6, 7->7h^y-4-^ 
J W 7x_;u} y ^y > (3 5) 

7^^>m«ETs SfeSfi^l45T?»fc2-h';7;U^Dyf-;U7i-;U 4- 
k Kd^«>7x-A yh^ (9 5 9mg) £ 4 - vy ^7 S y k 9 'J •>*> (4 
8'4mg) (7ml) ^AftM«t«tfLfc. 1W4-^ud 

-6, 7-^y h + ->+y »j> (8 0 5mg) £flD;U l«ttn«WB«Lfco Ri5 

&&mmmi sotmrno^r-mu Mo{^8g 9 m gN 

*H-NMR (CDClg, 5 0 0MHz) : <54. 01 (s, 3H) , 

4. 06 (s, 3H), 6, 67 (d, J = 5. 5Hz, 1 H) , 7. 22 (d, 

J = 9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 4 2-7. 44 (m, 1 

H) . 7. 4 5 (s, 1H), 7. 6 2~7. 6 8 (m, 2 H) , 7. 8 0~ 

7. 8 1 (m, 1H) , 7. 8 7 (d, J = 8. 6 Hz. 2 H) , 8. 5 8 (d, 
J = 5. 5Hz, 1H) 

(FD-MS. m/z) : 4 5 3 (M + ) 

4-n-yf-;i7x^.;U 4-/h4^7x-^ h > 
mm&o-hvSfy (10ml) * N mKn D a ©7-y-;u (i. 08 lg) 
iTUS5D D D©4- (n-yf-;b) ^/a^tj K (1. 9 6 7 g) tim&o 
Jyf-JMtMITD HJ7;M-ny*>;uu**-h (62 0mg) fcjoiU 

6 o o ctT6i%raa^L^o mm&mmwi 2 0 &nti«>m?«9u 

863mg,JR^32 %T'&tz 0 
X H-NMR (CDC 1 3 , 5 0 0MHz) : 60. 9 5 (t. J =7. 3H 
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z, 3H), 1. 38 (tq, J=7. 3. 7. 3Hz, 2 H) , 1. 64 (q 
uint, J = 7. 3Hz, 2H), 2. 69 (t, J=7. 3Hz, 2 H) , 
3. 89 (s, 3H), 6. 96 (d, J=9. 2Hz, 2H), 7. 27 (d, 
J-8. 6Hz, 2H). 7. 69 (d, J-8. 6Hz, 2 H) , 7. 82 

(d. J=9. 2Hz, 2H) 

fiMffi(FD-MS, m/z) :2 6 8 (M + ) 

1 4 8 (#%0J) 
4-n-y^;b7x-;l/ 4 - fc F'p^^7x-;b h > 

(8 6 3mg) £N, N-y/fMl/jM^T* K (5 0ml) izfeML ^ HJ 
h*->K (5 6 3mg) £flD;i, 7^'>m^T7B^MfcgMl£ 0 

sra^»^»j3 3 tmm<oi5&'?imu mmvxt&mz i s i m g , jr 

1 H-NMR (CDC 1 3 . 500 MHz) : 6 0. 95 (t, J = 7. 3H 
z. 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2H), 1. 64 

(septet, J=7. 3Hz, 2 H) , 2. 69 (t, J=7. 9Hz, 
2H) , 6. 35 (s, 1H) , 6. 92 (d, J=8. 5, 2H) , 7. 28 

(d, J =7. 9 Hz, 2H) , 7. 6 9 (d, J =8. 6 Hz, 2 H) , 
7. 7 7 (d, J =8. 5Hz, 2H) 

®£#tffjfi (FD-MS, m/z) :2 5 4 (M + ) 



WO 97/17329 



137 



PCT/JP96/03229 



MM® 1 4 9 

(4-n-7^;l7xx;l/) {4- [(6, 7 - i?jt v- 4 z±ll )l "> 

Wm\\ 4 8T||t4-n-^7i^ 4-t Kn* 
i/7j--Jl >t h> (7 2 7mg) £4 -^do-6, 7-v7 h + y+7'J> 
(6 3 9mg) £i/x^U>^ij D-^^y^^x-x./b (10ml) \zfefg$ 
it, 1 8 Ot^l O^TO^ii^L/Co ^S^^fiaiD^K^ h »; *A7k&fc 

>TBI8* 5 v <J 7Wl^ □ v h ?v 7 4 -{c«k (9 fltfi U «S©<fc^|* 4 0 

Omg. 1R^3 2%TH/: 0 
1 H-NMR (CDClg , 5 0 0MHz) ; 6 0. 9 5 (t, J =7. 

3Hz, 3H), l. 38 (tq, J = 7. 3, 7. 3Hz, 2H) , 1. 62 
~1. 6 8 (m. 2H) . 2. 7 1 (t, J =7. 3H z, 2 H) , 4. 0 4 

(s, 3H), 4. 07 (s, 3H), 6. 65 (d. J=4. 9Hz, 1 H) , 
7. 26 (d, J = 8. 5Hz, 2H), 7. 31 (d, J = 7. 9Hz, 2H) 
. 7. 4 6 (s, 1H) . 7. 4 9 (s, 1 H) , 7. 7 6 (d, J = 7. 9H 
z. 2H) , 7. 9 2 (d, J =8. 5 Hz, 2 H) , 8. 5 8 (d, J = 
5. 5Hz, 1H) 
MS##rfI (FD-MS, m/z) :4 4 0 (M + -l) 
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mwi 150 mnm) 

rfJHSu D D©-hoy (5ml) 4\ mfiSn D p©7^V-;b (54 lmg) irfJ 
1Sd° d © 3-7;^oK>«/^;^d'JK (7 9 3mg) i 7,i]>i>^h 
(III) h 'J7;M-o^>x;M-,*- h (49mg) £?jn;i, 60°C(cT3BF«3 
jl# L /Co £&M£$l£7k<i: ? □ n ^bAT^®^ ?dd* ^A/I£fijfji^ ^* 

MUTT* u ^ h 7 -HJ; 0 HtH U 5 8 5m 

g> JR¥5 l%T»fc 0 
KSailftt (FAB-MS. m/z) :23 1 (M + +l) 

«fefi«J 15 1 (#%0J) 

4 -fc Ko^->7x-;V 3-7^tD7x^ >rh> 
^WJl 5 0T#7^3-7;U4-D7x^;l/ 4->h + i/7i-;U >!rh> 
(5 8 0mg) ^dp^> (5ml) lcfcfl?U *#Tl. 0M*n>h 
•J7*d^ K-^7dq^>M (23ml) £io;U M*3Sfe«9*L*:o R 
ftft&ft&gffiffl 1 2 1 £ ^©^r^T-toa U mi:^ 4 0 2 m g „ IR 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 56. 91 (d, J = 
8. 5 Hz, 2H) . 7. 4 4-7. 4 9 (m. 3H) , 7. 5 7-7. 6 1 
(m. 1H), 7. 68 (d, J=8. 5Hz, 2 H) , 10. 51 (brs, 
1H) 

H«£0HH (FAB-MS. m/z) : 2 1 7 (M + +l) 
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{4-[(6, 7-yyht->-4-^'J^) t^y]7xz;b} (3-7 
;M-o;7x-;U) y 5 j > (17 6) 

7;I/d*>^t n ^WJl5 1T|#^4-kKD + >'7 J :-^ 3-7;M-o 
7x~;U >7"h> (3 7 3mg) £4-i?J f-JV7 $ y b" 'J > (2 3 2mg) 
£*<>U> (5ml) tp^Atim&tpmWUzo 3B^Pb^4-^dd-6, 7- 
V* h*->*7 'J > (3 86rag) £flO;U 2 l^Jomii^L/Co ^ESS^ 

7-fe h >T~mm®'&, 5 o □ * ;U AT-JggS^- 5 > »J t> YA, ?d?F/77^-i: 
iDflttSlSU Mtc^oD^;l,A/^i?xf-;b (5/1 ) T-gBiiJ-SiiJI v >J U>f 
;U^D-7b^^7^-{c«k«3^SJ!L. 3*j^b£^£4 8 4mg N JR$70%T 

H-NMR (CDC 1_ 3 , 5 0 0MHz) : 54. 04 (s, 3H) , 

4. 07 (s, 3H), 6. 67 (d. J = 4. 9Hz, 1 H) . 7. 28 (d, 

J-7. 9Hz, 2H), 7. 31-7. 33 (m. 1 H) , 7. 46 (s, 

1H) , 7. 4 7 (s, 1H) , 7. 4 8-7. 5 3 (m, 2H) , 7. 5 9- 

7. 6 1 (m, 1H) , 7. 9 3 (d, J = 8. 6 Hz, 2 H) , 8. 5 9 (d. 
J =5. 5 Hz, 1H) 
MbMJftt (FD-MS. m/z) :4 0 3 (M + ) 

wmi 5 3 

n- {4- [ (6, h±v^i^±Zi£^k) *±£3 z*£yu} 

-N' - (2-y ^^7x-^) 7U7 (1 1 3) 
6, 7-SM h*x-4- (4-7$y7xy + » QOOmg) 
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£h;bx> (10ml) i:MMLfcI, 2-^ h4->7x^KVi/7t- 
h (0. 3 6ml) «d*., 4 0£EWliaS«tLfco g££*o 
u*JlA//?;-jl (l 0 0/1) > ftl^^nn*U/7-bh> (5/1) 

T-ssst « ■> »j # yvu* 7 a ? d t h /5 7 < - £ <o mn u smo^^Hf^ 

112mg x iK$7 5%T-^/Ce 

2 H-NMR (DMSO-dg , 5 0 0MHz) : 63. 90 (s, 3 H) , 
3. 98 (s, 3H), 3. 99 (s, 3H) , 6. 90 (t, J=7. 9Hz, 
1H), 6. 96 (t. J = 7. 9Hz, 1 H) , 7. 03 (t, J = 7. 9H 
z. 1H) , 7. 2 3 (d, J =9. 2 Hz, 2H) . 7. 3 9 (s, 1 H) , 
7. 55 (d, J = 9. 2Hz, 2H), 7. 57 (s, 1H), 8. 15 (d, 
J = 7. 9 Hz, 1H) , 8. 2 5 (s, 1 H) , 8. 5 5 (s, 1 H) , 
9. 44 (s, 1H) 
E*ft#HI (FD-MS, m/z) :4 4 6 (M + ) 

MMni 5 4 

N- {4- [ (6, 7->?y h*S/- 4 -**VJ -dp 7x-i) 
-N' - (3-^ ^'>7^;b) 3U7 (1 1 4) 

6, 7-v>y h + i/-4- (4-7^7 7x7 + -/) **7*'J> (lOOmg) 
&Wt,i> (10ml) Kfln&i£A?L*:gU 3-> h4y7i^KV>77- 
r (0. 3 6ml) £Jn*.. 40^B3JD«d»fELfco »«I£S*8L BMZtu 

(l 0 0/1) „ &UT-?oo*JUA/7* h> (5/1) 

31mg % JR*21X-e»teo 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 7 4 (s, 3H) , 
3. 98 (s, 3H). 3. 99 (s, 3H) , 6. 56 (d, J=7. 9Hz, 
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1H), 6. 96 (d, J = 7. 9Hz, 1 H) , 7. 15-7. 25 (m. 
4H) , 7. 3 8 (s, 1H) , 7. 5 3-7. 6 0 (m, 3H) , 8. 5 5 

(s, 1H) , 8. 7 6 (s, 1H) , 8. 8 1 (s, 1 H) 

Sfi#ffHi (FD-MS, m/z) :4 4 6 (M + ) 

mmm 1 5 5 

N- {4- [ (6, h*v-4-*^VJ-A/) **v] 7i-iM 

-N' - (4 ht->7x-^) OUT (9 9) 

6, 7-i>V h + ^-4- (4-7^7x; + >» 4-^7<J> (8 1 rag) 
£f^i> (5ml) izUafmmifz^ 4-n*<>7x-Mvm-^ 
(0. 2 9ml) £fln;i N 4 0^f»«iii^L^o *TaiLfc<@^j«KLs 

*H-NMR (CDClg, 5 0 0MHz) :63. 7 9 (s, 3H), 
4. 06 (s, 3H), 4. 07 (s, 3H), 6. 48 (s, 1 H) , 
6. 64 (s, 1H), 6. 91 (d, J = 9. 2Hz, 2H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 27 (d. J=8. 6Hz, 2 H) . 7. 32 

(s, 1H), 7. 47 (d. J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 
8. 6 0 (s, 1H) 

MftflrH (FAB-MS. m/z) :447 (M + +l) 

H3fe0!l 5 6 

N- i4- [ (6. h*S/-4-'H-/U.=j|,) *±U} 7*-M 

~N / - (2-7Jl/tD7x^) frUT (116) 

6, 7-^y h*<>-4- (4-7;;7x; + -» +^-yy> (lOOmg) 
£h;bx> (10ml) iztammitz'^ 2-7^tD7x;;Kv->7t- 
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h (0. 3 0ml) £tiaz.s 4 0»iiSlLto At* UzMftZim U h 

X H-NMR (DMSO-dg , 5 0 0MHz) : 6 3. 9 8 (s, 3 H) , 
3. 99 (s, 3H), 7. 00-7. 04 (m, 1 H) , 7. 13-7. 17 

(m, 1H) . 7. 2 3-7. 2 7 (m, 3 H) , 7. 3 9 (s, 1H) , 
7. 54~7. 57 (m. 3 H) , 8. 10-8. 20 (m. 1 H) . 8. 55 

(s, 1H) , 8. 65 (s, 1H) , 9. 26 (s, 1 H) 

HMftVtM (FD-MS, m/z) :43 4 (M + ) 

HWJ15 7 

N- {4 - [ (6, h*->-4-*^yU-;l) **/) 7x-;U) 

-N' -n-yf-^^UT (22 0) 

6, 7-^^ Y*v-A- (4-7;;7x^-» *^/U> (1 OOmg) 
£h;Ux> (10ml) |cJJ0&&A?L*:gU n-yf/WV->7t- h 
(0. 2 9ml) £flO/U 403>KtJDlftiSML/:o SS^do 
*;UA/7*h> (5/1) T'Jgggt5v"J^7>!f , ;U*5A^Dvh^57^-{C 
<k*)*tS!{U 33e©rt;£«:7 5mg. JR$5 6%Tlf*:o 

X H-NMR (DMSO-dg . 5 0 0MHz) : <5 0. 90 (t, J = 

7. 3Hz, 3H) , 1. 2 8-1. 4 6 (m, 4H) , 3. 09 (q, J = 
6. 7Hz. 2H), 3. 97 (s, 3H) , 3. 99 (s, 3H), 6. 23 
(brs, 1H) , 7. 14 (d. J = 9. 2 Hz, 2H), 7. 3 7 (s, 1 

H) , 7. 4 7 (d, J =9. 2 Hz, 2H) , 7. 5 5 (s, 1 H) , 

8. 53 (s, 1H) , 8. 58 (b r s, 1 H) 
KfiftflHI (FD-MS, m/z) : 39 6 (M + ) 



WO 97/17329 



143 



PCT/JP96/03229 



mmmi 5 8 

N— {4 — [ (6. 7 -it* b*i/-4 -*J VJl) t±±} y^-Jl) - 
(4 - t e r t -^Jl/7x-^) fi)l<*;*-y-i K (2 1 3) 

6. 7-V/ h + ^-4- (4-7^7xMy) + V."J > (5 4mg) £ 
mi5D°D©4- t e r t-rf-A^ASH (1 02mg) £N, N--^*;1,*,U 
A 7 = K (3ml) izmmtfz^ l-x^-3- (3' 
ot°;U) *;u#^5 Kttl (10 6mg) £fln;L, MfilCT6B#Pa1ft#Uc 

««514^«©»ftJcJ:oTll«Lv3bi©'ft^«B*2 9mg^ iR^ 
3 5%Ti#fc 0 

* H-NMR (CDC 1 3 . 9 0MHz) : 6 1. 3 6 (s, 9H) . 
4. 05 (s, 3H), 4. 08 (s, 3H) , 6. 48 (d. J=5. 3Hz, 
1H), 7. 1-8. 1 (m, 11H), 8. 49 (d. J = 5. 3Hz, 1 H) 

X*£Vrm (FD-MS, m/z) : 4 5 6 (M + ) 

H&0J15 9 

N- (4- [(6, 7-?y 'Jd/) 7x-;U} -N 

ZiLf^kz (4 - t -7 , 5 L >'U7x-;l/) K (15 6) 

^ifePJl 58Ti§S>nrt:N- {4- [(6, 7 -SM h*->-4 -*JV)V) 
** ; A 7i-;b} - (4-t-7f;l7x^) £;U*'*1K K (lOOmg) 
*N. N-5M****A7S K (3ml) fciMPLfc*, *ttffc*HJ*A 
(lOmg) £Jd*.x OtJfcTlBMim&LfcaU a^hyf;!/ (31mg) * 

£$l£4 8mg, JR$4 

1 H-NMR (CDC 1 3 , 9 0 MHz) : 6 1. 28 (s, 9H) , 
3. 54 (s, 3H) , 4. 04 (s, 3H) , 4. 0 5 (s, 3H) , 
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6. 3 2 (d. J = 5. 3 Hz, 1 H) , 7. 0-7. 3 (m, 8 H) . 

7. 42 (s, 1H), 7. 50 (s, 1 H) . 8. 47 (d, J=5. 3Hz. 
1H) 

Kfc&tFr* (FD-MS. m/z) :4 7 0 (M + ) 
HWJ16 0 

N- (4-t-y^;U7x~^) - {4- [ (6, 7-v^ h^^-4-^y 
IMP 7x-ib) ijMtti K (1 5 5) 

4- (6, h + >--4- + y'J;b) **^JBIW (5 4mg) tW 

1S.S04- t e r t -T^UT-H > (1 0 2mg) £N, N-J?>fWw^ 
K (3ml) ic^fjBLfe^ l-x^b-3- (3' -<J/*A,7i J?n 
f;b) rt;M-;vMS h'mfflM. (1 0 6mg) ZtiaA., MffltcT6l$IHHI#Lfctk 
5 1 i ftffc «fc o TfitSB! U *B©<fc#tt* 29m g> iR«5% 

1 H-NMR (CDC1 3 . 90MHz) :<51. 34 (s. 9 H) . 
4. 03 (s, 3H), 4. 06 (s, 3H) , 6. 57 (d, J=5. 3Hz, 
1H), 7. 2-8. 1 (m, 11H), 8. 55 (d, J=5. 3Hz, 1 H) 

®S#tFHI (FD-MS, m/z) : 4 5 6 (M + ) 

2- (6, l-Vi h*is-4-*J UJU) -2- (4-yo^7x-^) 7 

»4-yD^7i-m h- h U;U (4. 3 g) £ (1 0ml) 

fcfcWU O'ClcM^Tiffc*. *3Wh^hU«>A (1. 0g) ^^.5 0^ 
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(2. 2g) *ftJ*.15B»HHI#ftx **ttiflMlxf'^lN*tbLfco 
* h 'J &&£S£U Kil*^**>/»»xf-^ (2/1) ? 

5 >J * y *a 7 A ? d v h /7 7 <r - J: *) U M0fc6ft& 
8 5 0mg, iR^2 2%TH7te 

* H-NMR (CDC 1 3 , 9 0MHz) : 6Z. 6 6 (s, 3 H) , 
3. 8 0 (s, 3H) , 5. 4 0 (s, 1 H) , 6. 7 4 (s, 1 H) , 6. 9 
~7. 4 (m, 6H) , 8. 54 (d, J=4. 6Hz, 1 H) 
ff*##HI (FD-MS, m/z) :3 8 2 (M + ) , 3 8 4 (M + + 2) 

16 2 (#%fl|) 

6. 7-v>X h*>>-4- (4-7*p*7x.=jM f-AQ *7 D > 
. gffifflll 6 lT^t>ti/i2- (6, h*<>-4-*/ -2- 

(4-7d^7x-^) h-b*)Jl> (8 5 Omg) £6 OKftifck&tt (5 
ml) «w««?Ll^lffl!)D«lj8«E^ *£7>*-7*©Aofc£3§l;:&^fc" 0 £ 

*U Sfi*^un*;UA/y^y-^ (10 0/1) TgHt5v/'j*y^* 
T**§rt: e 

1 H-NMR (CDClg, 9 0MHz) : 6 3. 9 0 (s, 3H) , 
4. 02 (s, 3H) , 4. 31 (s, 2H) , 6. 9-7. 5 (m, 7H) , 
8. 6 3 (d, J=4. 4Hz. 1 H) 

XM&Vm (FD-MS. m/z) :3 5 7 (M + ) , 3 5 9 (M + + 2) 
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nmn 6 3 

6, 7 -i?/ h*->-4- (4- K'J-n-yf-^x^-^--7x-;Uy^^) 

7;Ur/>gffl^T\ H»J1 6 2t"i^fc6, 7-yVh + ->-4- (4 - 
yot7x_;M^) *yj> (2 5 0mg) h7tKo75> (4ml) 

(0. 3ml) WLllWLfc. fF7t Ko77> (1ml) 
mm L /c^<b r 'J - n - ff-JlxXZmU - 1 8 0 CT 2 ^Falil^ Lfco 7k 

I^+t>/g^xf;l, (3/1) T'M§|-r^v"J^y;l/*7A^ov 
14 -iC.fctJmiSJU ^S©rt:&$l£8 5mg, JR^2 2%T^ 0 

* H-NMR (CDC 1 3 . 9 0MHz) .6 0. 7-1. 6 (m, 2 7 H) , 
3. 88 (s, 3H), 4. 02 (s, 3H) , 4. 34 (s, 2H), 7. 0 
~7. 5 (m, 7H), 8. 63 (d, J = 4. 6Hz, 1H) 

HJ60J16 4 

(4- [(6, 1-2/ VS-is-A-*;*)^ /*)V\ 7x-M (4-t 
-7*?-;U7x-;U) y^y > (16 2) 

£J60I1 62T*§bftfc6, 7-^ ^->-4- (4 - r 'J - n-T^I/X 
^-*7x^;uy^;l/) +y U > (8 2mg) N 7t3&©4- t -T'fM^y/f 
^□U K (31mg) fc«tomfiOt'X (h'J7x-M^70) A« 7i J 
(II) ?a>J K£*oo*;l^ (3ml) fcfcJRU TOiSM^ 1 5B$ffl 

*^**>/ftKxf-;l/ (2/1) T?«Ht*WI^P^h^77^-icj;t)|| 
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X H-NMR (CDCl g , 9 0MHz) : 6 1. 3 6 (s, 9H) , 
3. 91 (s, 3H), 4. 03 (s, 3H) , 4. 45 (s, 2H), 7. 0 
~7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz, 1 H) 

WMftVrm (FAB-MS, m/z) :4 4 0 (M + +l) 

nt&m 1 6 5 

N- (4- 7;M-Q7x-^) -N' - {4- [ (6, h^>- 4 - 
±JJJd £±j£ ^-7 1/7 (2 0 3) 

6, h + >-4- (4-7;;7x; + i/) ^'JXlOOrag) 

£h;Ux> (10ml) l:Mg»Lfc|, 4-7;Wo7x-W^yi/ 7 
*-h (52rag) tm*.^ 2 4#mtm£Mlt: 0 &$£®£U g3t£?D 

7-f-fc*e>*lli!U £S©ft£«-32mg, C$2 1%ff|fc 0 

1 H-NMR (DMSO-dg . 5 0 0MHz) : 6 3. 9 3 (s. 3 H) , 
3. 95 (s, 3H), 6. 50 (d, J=4. 9Hz, 1H), 7. 15- 
7. 2 5 (m, 4H). 7. 4 0 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3 H) 
. 7. 59 (d. J=8. 6Hz, 2H), 8. 50 (d, 1=5. 5Hz, 
1H) , 9. 8 0 (b r s, 1 H) , 9. 8 4 (b r s, 1 H) 
Jttafflt (FAB-MS, m/z) :4 5 0 (M + + l) 

£»J16 6 

1- (4-7;ltD7x^) -2-V77-3- {4- [ (6. 7-*>V h 
*->-4-*yj;l/) 7xz;H (2 04) 

^ifeflll 6 5Ti#b*ifcN- (4-7;M-o7x-^) -N' - {4- [ (e, 
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7-^h+y-4-*;iJ;b)t+v/] 7*-;H *-*»7U7 (3 3mgK 
^^d^WW^j K (3 1mg) s ttiI©^y^Dk^xf^ 
T^>^mt/f-U> (10ml) lc*»lfc 0 CCKTHF (1ml) fcfcjg 
lfcv/7^ K (16mg) %lB^WmV—WSLW L fc 0 &&£@£U g&£ 
^dd*W>^;-A(10 0/1) T®B8t i] tfA/ij 7i»^07 h 
^77^-CJ;0WH!!U £j®©ft£03£3 4mg N OT9 9XT?»fc 0 
1 H-NMR (CDC lg , 9 0MHz) : <5 4. 0 3 (s, 3H) , 
4. 05 (s, 3H), 6. 50 (d, J=5. 1Hz, 1 H) , 6. 8- 

7. 6 (m, 10H), 8. 52 (d. J = 5. 3Hz, 1 H) 
©ft#0rte (FD-MS, m/z) :4 5 7 (M + ) 

HJ60J16 7 

N- (2-7itn7x^) -N' - {4- [ (6, 7-?y H^-4- 
frypjU) 7xz;b) f-^-^ur (2 0 5) 

6, h + J/-4- (4-7;;7x;*-» */'J> (1 0 Orag) 

£h;l/x> (10ml) CUMLfci, 2-7AtD7x^Wy>7 
*-h (0, 0 5ml) *Jd* n 24»H«iLfco &H£®£U 

* D D ? J -;K 1 0 0 / 1 ) T?««W-.* ^ 'J # tf^ij 7A^D7 h 

* H-NMR (CDC 1 3 . 9 0MHz) : 5 4. 0 3 (s, 3 H) . 
4. 0 5 (s, 3H) . 6. 5 3 (d, J = 5. 3 Hz, 1 H) , 7. 1- 

8. 0 (m, 10H), 8. 53 (d, J = 5. 1Hz, 1 H) 
H*##HI (FAB-MS. m/z) :4 50 (M + +l) 
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1- (2-7Md7x^1/) -2-'>7y-3 - {4- [ (6, 1- ! J* b 
*f-4-*; VJl) 7x-^l £7££> (2 0 6) 

6.7T-*§b*U:N- (2-7Mo7x-;W -N' - {4- [(6, 
7-i?t h + v/-4-+y 7i-J^ U7 (42mg) N 

y^^D^yMM^^f; K (3 7mg) , V7*d t°;bxf-;U 

7i>^m<t/^-ly> (10ml) Ic^jSL^o CCCTHF (1ml) lc&$ 
L£ : >7^ K (2 0mg) ^Jn^MST— Hfc*# lfc 0 &&£B£U ££££ 

^Doav^y-;i/ doo/i) T-sgit^^u^w^^A^oT h 

/77^-jcJ;t)^S!Ls mm<D4t£M)Z4 lmg, 9 9 %-C^ e 
1 H-NMR (CDC 1 3 , 9 0MHz) : <5 4. 04 (s, 3 H) , 
4. 06 (s, 3H), 6. 53 (d, J = 5. 3Hz, 1H), 7. 1~ 
7. 6 (m, 1 OH) , 8. 4 7 (d, J = 5. 3 Hz, 1H) 
Sffcftflril (FD-MS, m/z) :45 7 (M + ) 

0U60J16 9 

N- (2-> h^->7x^) -N / - {4- [ (6, 7-i?/ 
*JV)V) tJ-i/] ***7\s7 (2 0 7) 

6, 7-^> h*<>-4- (4-7^7*;*^) +y »J > (1 OOmg) 
*Y)i,JL> (10ml) KlQ&®mitz&, 2-t h*i'7x-Jl s f-*'(V>/7 
(0. 0 5ml) Ztiaz-s 2 4#®tiQim&LLtZo ^%t, gg* 
9 d Djft^i/A/ }■ 9 J — (1 0 0/1) TMBai"Si/'J*y;u^7A^D^ h 

y?7<i-\z±t)fimu mmoit&tozi 8mg^ ir^5o%t^ 

1 H-NMR (CDC l 3 . 9 0MHz) : <5 3. 8 6 (s, 3H) , 
4. 04 (s, 3H), 4. 05 (s, 3H) , 6. 52 (d, J=5. 3Hz, 



WO 97/1 7329 PCT/JP96/03229 

1 5 0 



1H), 6. 9-8. 1 (m, 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
nmftVrfe (FAB-MS, m/z) :4 62 (M + +l) 

H»J1 7 0 

N- (2-^^^7x_;b) -N' - {4- [ (6, 7-<J/ 
JV)V) **/) 7x-;M (2 0 9) 

6, K*<>-4- (4-7;>7x; + -» > (8 0mg) £ 

h;Ux> (10ml) lz1jamMltz'&, 2->f^7x-W^y->7^- 
h (0. 0 4ml) £Jn;i, 2 4B$ffltiam&ffi.ltL 0 &&£S±U H&£*o 
□ *;i/A/y*y-;u (1 0 0/1) -eM^S > 'J 77^^77 A* 0-7 h ^7 

^ H — NMR (CDC lg , 9 0 MHz) : 6 2. 3 8 (s, 3H) , 
4. 03 (s, 3H), 4. 04 (s, 3 H) , 6. 50 (d, J = 5. 3Hz, 
1H). 7. 1-7. 8 (m. 10H), 8. 50 (d, J = 5. 3Hz, 1 H) 
(FD-MS, m/z) :44 5 (M + ) 

nrnmi i 1 

N- (3-y?-;l7x~7l) -N / - {4- [ (6, 7-^y h^j/-4-^ 
y Ufr) 7x-;l/} ^*-»7U7 (2 11) 

6, 7- ! Jt h*i/-4- (4-7;;7xy+y) *y U > (8 lmg) £ 
h;Ux> (10ml) fcijn&fc&?Lrt:gU 3->^JU7x-7U^^7i/7^- 
MO. 0 4ml) ^JD^> 1 5#PM&gaffcL7t 0 fc&£S£U &at£*D 
o*;bA/,< (100/1) TJg&8t3 v"J *Y>1>*7 A? 0-7 h /5 

7>r-KJ;«SiU £S0ft&&£6 6mg. JR^5 5%T^ 0 

X H-NMR (CDC 1 « , 9 0 MHz) : 5 2. 40 (s, 3H) , 
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4. 03 (s. 3H). 4. 05 (s, 3H), 6. 52 (d. J-5. 1Hz, 
1H), 7. 1-7. 8 (m. 10H). 8. 51 (d, J-5. 3Hz, 1 H) 
WMfttftM (FD-MS, m/z) :4 4 5 (M + ) 

0S&0J17 2 

1- (2-^Jl/7x^;b) -2-vTJ-Z- (4- [ (6, 1-<J* 
i/-4-*j t±j/} 7x-;l/} ZZ^isy (2 1 0) 

nmmi7 0T*%z>tltzN- (2-y?-^7x-;l0 -N' - {4- [(6, 
7-^y h + ^-4-4-7 «J;U) 7x_;H f^9V7 (24mg) N 

v >?o^4->;l^;l,tf ^ ; K (4 5mgK «!iI«)^v^D t^if^ 
Ti>*&fc/1-l<> (7ml) <c&ft?l/Co CCCTHF (1ml) Ic&jgl 
£>>7^ K (2 8mg) Z1]az.m&-?-imWltz 0 fc&£g£U 
DD*;UA/y*y-,i, (10 0/1) TJg^^v/'J^y^^^A^n^h/ 
77^-{cj;|9^U Sjl®ft£$l£l 8mg, iR^7 6%T^)t 0 

H-NMR (CDC 1 3 , 5 0 0MHz) : 62. 3 6 (s, 3H) , 
4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) . 6. 4 6 (d, J =5. 5 Hz, 
1H) , 7. 3 0-7. 4 5 (m. 9H) , 7. 5 0 (s, 1 H) , 8. 4 9 
(d, J = 4. 9Hz, 1H) 
5ffi##HI (FD-MS, m/z) :45 3 (M + ) 

^§S0J17 3 

1- (3-> ^7x-;U) -2-->7y-3- {4- [ (6. 
»>-4-*y»J;u) ^S/] 7x-;H ^7^-^> (2 12) 
§S»J1 7 IT'gbftfcN- (3-y^;U7x-JU) -N' - {4- [ ( 6> 
h + .>-4_ + y y,u) ^ +)>] 7x - ;l ,} ^7L/7 (1 8mg) N 
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v^o^^;^; K (3 5mg) , ttiI©y>fy^Df;bxf;l, 
7^>^mUi-U> (6ml) C^Lfco CCICTHF (1ml) iC&^L 
fzi/T-y ^ Y (2 3mg) £j&n;iM&T- Bfc«# L /i 0 &&£g£U 
□ o^/^;-;b (1 0 0/1) T'mffitZ>vi)ii>f)li] ; 7L>>7u-? 
yyj-t&iommU 3bi©fl:&tl£l 9mg N JR$9 5%Ti#*: 0 

* H-NMR (CDClg , 5 0 0MHz) : <5 2. 38 (s. 3H) , 
4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) , 6. 4 8 (d, J =5. 5Hz, 
1H) , 7. 10-7. 4 5 (m, 9H) , 7. 5 1 (s, 1 H) , 8. 4 8 
(d, J-5. 5Hz, 1H) 
M$MJflI (FD-MS. m/z) :4 5 3 (M + ) 

HJfeWl 7 4 

4-b Kn^->7x-;U 3 - h 'J 7;l/tn^^7j:^ h > (###]) 
WW 2 2Tfffc4 - h 'J-n-y^;U^>-l-y h + i/y f^x/-^ 
(1. 3 g) £ffiB£D D D©4- (h i)7ji*oj b*i/) K>vV;b ?oaK> 
W;U^d»JK (6 7 4mg) ^dd^M (5ml) KifflBU rfJfRSCt* 
X (MJ7x^t«77-f » /^^^A (II) ?a>J K (8m g) £A*U 
lBfcSML/Co RJ5fi^tt«-HteW2 3iP|»cD^T?^litS*tcJ:t)||5x 

(2. Og) ^fh7kKa77> (4ml) Kj£8?Sit\ 7k (5m 1 ) £6N 

wmmm a 5m o ^T8™iu:o Kfom&y>**ttna*)i, 

B*3Wflig (FD-MS. m/z) :2 8 2 (M + ) 
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(4-MJ7itDy^y7x-^) (4- [(6, 7-y^^y-4- 

*JV)V) 7x-i) (2 8 4) 

H»J1 1 7T^4-t Ko + i/7z^ 3- h'J7;^D^^-/ 7i - 
^ ^rh> (581mg) i rfJBSno© 4 - v> / f7U7 ^ /" b° U -7 7 (2 7 7mg) 
£*7U7 (20ml) ^A*U T)lzSy%mTm^mnUz 0 H$/yj&4- 
7-7y h*7*y >j7 (4 6 0mg) *Jd;U 2 4*naimffi 

n o * * a ji£«9itg? v is* a ?m i tz 0 METmrnzm t> tim 

^pvh^7 7^~ic e t^1fSJ!^ N Il:!7DD*;i,A/Pixf^ (5/1) "C 

4 7 0mg, JR^4 9%Ti#/c 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 3 (s, 3 H) , 
4. 07 (s. 3H), 6. 66 (d, J=4. 5Hz. 1 H) , 7. 28 (d. 
J = 8. 5 Hz. 2H) . 7. 3 5 (d, J =8. 7 Hz, 2H) , 7. 4 6 

(s, 1H) , 7. 4 7 (s. 1H) , 7. 8 9 (d. J =8. 5Hz, 2H) , 
7. 92 (d, J=9. 2Hz, 2H). 8. 59 (d, J=4. 5Hz, 1 H) 

K£##ril (FD-MS, m/z) :4 6 9 (M + ) 

^»J1 7 6 

4-n^ y7x^ 4-3- K7x_;b »h> 

•t> BRno© — h ^ > (1 0ml) ^ rfJBSD a D 07-7-;U (1. 0 8 g) <h 
mKD D p©4-3-KX>'/>r;^D.; K (2. 6 7 g) irfJflS D ° D ©^ „ 
* (I I I) M7A*oy*>x***-h (6 2 0mg) 6 0^ 
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ftft##flg (FD-MS, m/z) : 3 3 8 (M + ) 
ftJfe0>Jl 7 7 

Uttflll 1 9T»fc4 -y h**>7x-;U 4-3 - K7x^ >r h > 
(7 2 2mg) £-7*ooy*> (2 0ml) Kig#U *fcTl. 0M**n> 
h 'J 7d * K— 7? do y * (9ml) £Jd;U MiS* Ltz 0 1 Bfe& 

x^^T-g§j5t-5v"J*y;U^5A^D'7h^7 77^-n<fct)fl8!iU ^Ji© 
ft&#j£3 8 0mg^ JR^5 5%T-Mfco 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 5 6. 8 9 (d, J = 
8. 6Hz, 2H), 7. 44 (d, J=8. 5Hz, 2 H) , 7. 65 (d, 
1=8. 6Hz, 2H), 7. 92 (d, 1 = 8. 5Hz, 2H), 10. 47 
(s. 1H) 

StibftFHi (FAB-MS, m/z) :3 2 5 (M + +l) 
{4- [(6. 7-^y Y* : s-4-*J *))l>) t±21 7xzM (4-3 

z£7x£ju) y^y > (2 8 5) 
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xx;b (38 0mg) t 4 - *Jl7 i J t' 'J P> (1 5 8mg) £ 

**>b> (1 lml) tp^Ati^fctpMftltz 0 2B#^4-^od-6, 7- 
S J* h + ->+y i;> (2 6 2mg) *JdA % lftMWL*:, SltffiM^tt 
fDlfcK*** h 'J t7i*im%it >? dd*^at» ^ do AJl^jRTKBfi 

^57-f-tJ:0«IWft> K«=^DD*^A/|«x^ (5/1) T-Jg^tS 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 64. 03 (s, 3H) , 

4. 0 7 (s, 3H) . 6. 6 6 (d. J = 4. 9 Hz, 1 H) , 7. 2 7 (d, 

J =7. 6 Hz, 2H) , 7. 4 6 (s, 1 H) , 7. 4 7 (s, 1 H) , 

7. 54 (d, J = 8. 6Hz, 2H), 7. 88 (d, J = 7. 9Hz, 2H) 
. 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

M^ffM (FD-MS, m/z) : 511 (M + ) 

tmmi 79 

mKft©ihpy*> (i oml) «K rt*fl©7-v-* (i. 08g) t 
miRo 0 D0 4-yD^-<>^;i,^Dtj K (2. 20g) £rfJIRS.<ZM vf-Atf* 
^(11 I) h'J7J^D^>7M4-h (6 2 0mg) 6 One 
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6 5g, (K$5 7J<."eifc. 
1 H-NMR (CDClg, 500MHz) : <5 3. 89 (s, 3H), 6. 
97 (d. J = 8. 6Hz, 2H), 7. 62 (d, J = l. 8Hz, 2H), 

7. 62 (d, J = l. 8Hz. 2H), 7. 80 (d. J = 9. 2Hz, 2H) 

m^mm cfd-ms, m/ Z ) .-290 cm + ) ,292 cm + +2) 
$mmi 8 0 

4-fc Ko4->7x>;l> 4-yo^7x-Jb frh>(#%ffl) 

(1. 65g) *y^an^^> (20ml) i:«»U *»T1. 0M*'o> 
h'J7D$ K-?*noy*>»fc (23ml) £Jn;U Lfc 0 1% 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 6. 9 0 (d, J = 

8. 5 Hz, 2H) , 7. 6 1 (d, J =8. 5 Hz, 2 H) , 7. 6 6 (d, 
J = 8. 6Hz, 2H). 7. 74 (d, J=8. 5Hz, 2 H) , 10. 46 
(b r s, 1H) 

n*&mm CFD-MS, m/z) :2 7 6 (M + ) . 2 7 8 (M + + 2) 
HJfc0U8 1 

{4- [ (6, l-'J/ h*>-4-*y U/tQ *±kl 7x-Jl} (4-7 
ot7i-;i.) y^y > (2 8 6) 
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x-;U >rh>(l. 182g) tA-Vt*)\,7i;\£t)V> (5 7 3mg) 
(3 7ml) ^AtlfSWLfco 3 05ji4-?ou-6, 7 
-^y h + S/+yj> (9 5 4mg) £Jd*, lttflD*fcB«Lfc 0 Kftfigft* 
EffD&iteK** h 'J 7 A7k*tti ^no */UAT#Bfc* * 

D**A/iitx^ (5/i) T«mw^j*mD7h/57-f- 

fcifcHSIU Mojk^l. 5 7 4 g. iR$7 9%Tif£ 0 

1 H-NMR (CDC J 3 , 5 0 0MHz) : 54. 05 (s, 3 H) , 
4. 06 (s, 3H), 6. 66 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J-8. 6Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 65 (d, J = 7. 9Hz, 2H). 7. 70 (d. J = 8. 5Hz, 2 H) 
. 7. 90 (d, J = 8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

K*£0HI (FD-MS, m/z) :4 6 3 (M + ) , 46 5 (M + + 2) 
£M&] 18 2 

(4- [(6 , 7-^l>»i/-4-tyU) ^^]7x-^) U- 
(N-^jUbX?^) 7x_;t/) (2 8 7) 

7;Hf>Kt«rF> SHt«ll2 3T»fc4-kKn*i/7x-;l/ 4-7*d*7 
x -;b yh> (2 3 2mg) £h;bx> (5ml) 4^A*U MfcrfrlRSON 
(61mg), th'J7A t -7h + vK (67mg) N 
t*X (h'j7xzMX7>f » a*5^7A (1 I) ?o» K (7mg) ^Jq* 
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ET8*l§£»£&nfcgtt£. tou*)lL//?j-)\, (10/1) T'MM 

urn 2 2%-cmtz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 3 7 (s, 3H) , 
2. 58 (t, J=5. 5Hz, 4H), 3. 41 (t, J=5. 5Hz, 4 H) 
, 4. 04 (s, 3H), 4. 06 (s, 3 H) , 6. 63 (d, J = 4. 9H 
z, 1H) , 6. 9 2 (d, J =9. 2Hz, 2H) , 7. 2 5 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 51 (s, 1H), 7. 81 

(d, J=8. 5Hz, 2H), 7. 87 (d, J=8. 6Hz, 2 H) , 
8. 56 (d, J = 4. 9Hz, 1 H) 

KS##Hi (FD-MS, m/z) :4 8 3 (M + ) 

mmm 1 8 3 

^■j;7x^] C2 8 8) 

T)ldy%ffiJ^ H»J12 3Tl#/c4-t Kd4^7x-;1- 4_y nt7 
xiA (2 3 2mg) £Ml/X>(5ml) c^AtU SlcmRSO^E- 

Jl>*tf> (5 2mg) ^ ^HJ^A t-^h + y K ( 6 7 m g ) > h'X (hU 
7x-;^X70) (I I) ?d'J K (7mg) £j(JD;i7tgU 

1 0 0t4>lBfcflt#Uc o Sfi>^^ISfiJ^b^ h 'J *A7k&&£y-on*;|, 

D7 h ^'77 >f -icfcOHSjU »ft^3 2m g> W14% 
* H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 34 (t, J =4. 9H 
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z. 4H) , 3. 8 8 (t, J =4. 9 Hz, 4 H) , 4. 0 4 (s, 3H) , 
4. 0 7 (s, 3H) , 6. 6 4 (d. J = 5. 5 Hz, 1 H) , 6. 9 2 (d, 
J = 9. 2 Hz, 2H) , 7. 2 6 (d, J =7. 3 Hz, 2 H) , 7. 8 3 
(d. J =9. 2 Hz, 2H) , 7. 8 7 (d, J =8. 5 Hz, 2 H) , 
8. 56 (d, J-5. 5Hz, 1H), 7. 49 (s, 1 H) , 7. 51 (s, 
1H) 

Mt#0ftt (FD-M.S. m/z) :4 7 0 (M + ) 

mmmi ba 

(4- [(6, 7-?/ h*->-4-*y 7x:s.A/} f4-b° 

d 'J ->V 7x-;b3 j * J > (2 8 9) 

T^^^««Tn H»«12 3T»fc4-tKD + v/7x;A 4-7o^7 
x-;b >r h> (2 3 2mg) £h^x> (5ml) 4^A*U l!KmS& n D o©t 0 
n«Ji?> (4 3mg) x t-7h+>>K (67mg), fx (M 

7x-W^7^) a'7^a (I I) ?p>j K (7mg) £itox.iz&* 10 

#6tl^Kfi^ ^D*^A/8^ixf;|, (5/1) TjRHt*3i)lS/U*y 
^n7F^7-f-|:J;i5iSU SS©fl;&«!£ 4 5 m g , i»2 0%Ti# 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 2. 0 5-2. 0 8 (m, 4 
H) , 3. 38-3. 41 (m, 4 H) , 4. 04 (s, 3H) , 4. 0 6 (s. 
3H) , 6. 57 (d, J = 9. 2Hz, 2 H) , 6. 62 (d, J=4. g H 
z. 1H), 7. 24 (d, J=8. 6Hz, 2H) , 7. 45 (s, 1 H) , 
7. 52 (s, 1H), 7. 82 (d, J=9. 2Hz, 2H) . 7. 84 (d, 
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J = 8. 5Hz, 2H), 8. 55 (d. J=4. 9Hz, 1 H) 
K*#*fll (FD-MS, m/z) :4 5 4 (M + ) 

H»J18 5 

(4- [(6, 7-->V h^->-4-^y'J;U) ^4->] 7x-;M f4-e 

^'j-^;7xzji/] y?y> (2 9 0) 

(2 3 2mg) £h;Ux> (5ml) 4»^A*U S5cmRa©f 
^U5>> (51mg) % ^h'j^A t-yh^^K (67mg) N fx (HJ 

1 0 0 1 Bfeg£# I fc 0 Slta^lHmf h 'J «7 A7k&& ^ddW 
£&$fc>ftfcgSig£ % ?Do*^A/|^ixf^ (5/1) T-Jg&S"f SiiJii/iJ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) .61. 68 (brs, 6H), 
3. 38-3. 39 (m, 4 H) , 4. 04 (s, 3H) , 4. 06 (s, 3H) 
, 6. 63 (d, J=4. 9Hz, 1H) , 6. 89 (d, J=8. 6Hz, 
2H) , 7. 2 5 (d, J =8. 5 Hz, 2H) , 7. 4 5 (s, 1 H) , . 
7. 52 (s, 1H), 7. 80 (d, J=9. 2Hz, 2H), 7. 86 (d, 
J = 8. 6Hz, 2H). 8. 56 (d, J=4. 9Hz. 1 H) 
M£*NI (FD-MS, m/z) :4 68 (M + ) 
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HWJ 18 6 

N- (2-* h**>-4-b*7x-;t/) -N' - {4- [ (6, 7-'Jt 
■>-4-4^;'J;b) 7x_;U} yuj (2 2 2) 

6, 7-^h + y-4 - (4-7;;7x; + i/) (52mg)> 
h^x> (5m 1) icjg^L. h 'Jxf-^7 ^ > (1 m 1 ) £7J0;l/cgL h 'J 7 
txy> (52mg) £iQ;U 2^jD^ii^L^ 0 SE^lc2-y h*«>-4 
-k v 7x-;l/T^ > (1 0 3mg) £2iO;i> 1 3^Mii^L^o ££&t^ 

u*)\,^/j*\-y (10/1) HMmtZi") tt ?J\sfi 5 A? w?^???^ 

1 H-NMR (CDC 1 3 , 5 0 0 MHz) : 6 3. 6 7 (s, 3H) , 
4. 00 (s, 3H), 4. 04 (s, 3 H) , 6. 44 (d, J=5. 5Hz, 
1H) , 6. 8 6 (d, J =8. 5Hz, 1 H) . 7. 1 0 (d, J = 8. 6H 
z. 2H) , 7. 2 1-7. 3 7 (m, 4H) , 7. 4 3 (s. 1 H) , 
7. 5 3-7. 5 9 (m, 5 H) . 7. 79 (s. 1 H) , 8. 41 (s, 1 H) 
. 8. 48 (d, J=4. 9Hz, 1 H) , 8. 53 (d, J=2. 4Hz. 
1H) 

M#tFr<I (FD-MS, m/z) :52 1 (M + ) 

nmmi 8 7 

N- (2, 6 ->Vvyq b';^xi;l/) -N / - {4- [(6. 7-^yh 
* ; ;-A-*cJ\))V) 7x-/U} (2 2 3) 

6, 7-OV h + i/-4- (4-7^7xy + i>) (54mg) £ 

h^x> (5 m 1) |clSL> h 'Jx*;U7 $ > (1 m 1 ) *t\*.1z^ h ij 7 
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* x ff y ( 5 3 m g ) £j&o;l N 8 £|i9ftUfeilft L tz 0 m&mz 2 . 6 - 7 7* 
□ t\fc7~'J7 (0. 0 5ml) ^Sd^ 1 5»HJD«aBfcLfc 0 EfcttKftK 
h 'J 'J'AtK^^JD^n »Kx^^T-2lfilltfitfiL/:»W«Ji*tSfDAtt7K 

*;UA/7-feh> (10/1) TJS^t§y , i^y^^7A^D^h^77-f- 
»wJ:t)HKU ^jS®rt:£tl£6 9mg, JR$7 6%T»fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : o 1. 2 6 (m, 1 2 H) , 
3. 3 9 (m, 2H) , 4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) , 
6. 0 9 (brs, 1H), 6. 28 (brs, 1H), 6. 4 2 (d, J = 
5. 5Hz, 1H), 7. 08 (d, J=8. 5Hz, 2H), 7. 26 (m, 
1H) , 7. 2 9-7. 4 0 (m. 5 H) , 7. 5 3 (s, 1 H) , 8. 4 6 
(d, J=4. 9Hz, 1H) 
mmmm (FD-MS, m/z) :4 99 (M + ) 

fUfc0U8 8 

N- (2-^PQ-4 ho7x-;U) -N' - {4- [ (6, Tjz21 b 
*y/-4-*/ W ^^->] 7xfJl/} 9U7 (2 24) 

6, 7--?y h**>-4- (4-7^7x7*:/) 'J 7 (1 0 4mg) 
£h;Ux> (10ml) -lctoifc»tlLfc&. 2-^dd-4--Fo7x-;K 
777*- h (1 5 Omg) SrflnAx 1 O^iML^. tfrtti LTi^ H B B 
£»$U Ci £«fct)£®©<t£i&£l 7 2mg, JR$ 

lOOXTftfc, 

*H-NMR (DMSO-dg, 5 0 0MHz) :63. 9 4 (s, 3 H) , 
3. 95 (s, 3H). 6. 46 (d, J = 5. 5Hz, 1 H) , 7. 24 (d, 
J = 9. 2Hz, 2H) . 7. 38 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 
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6 2 (d, J = 8. 6 Hz, 2H) , 8. 2 3 (m, 1 H) , 8. 3 5 (m, 
1H), 8. 46 (d, J = 5. 5Hz, 1 H) , 8. 57 (m, 1 H) . 
8. 84 (brs, 1 H) . 9. 85 (brs, 1 H) 
MbMJf* (FD-MS, m/z) :4 9 4 (M + ), 4 9 6 (M + + 2) 

H»J 18 9 

N- (3-^pp-2-y h^>7x-;U) -N / - {4- [ (6. 7_-£> 
b*i/-4 -*J*))V) Z> OUT (2 2 5) 

6, h*^-4- (4-7^7W + y) > (5 8mg) £ 

(5ml) (cJn^)SL^ 3-^Do-2-y h + ^7x~Mv 
*>7*-h (0. 1ml) 2 2$mijammiLtz 0 mg£>?nv*)lA 

/7-th > (10/1) -eJg^tSy'J^yvi/^^A^ov h?*574 -ic«kt) 

WS!!U SS©ft£-$|£7 5mg, W8 0%Tli^ o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 3 (s, 3H) , 
4. 02 (s, 3H), 4. 05 (s. 3H) , 6. 47 (d, J=5. 5Hz, 
1H) , 7. 0 1-7. 0 6 (m, 2H) , 7. 1 5 (d, J =8. 5 Hz, 
2H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2H), 
7. 57 (s, 1H), 7. 81 (s, 1 H) , 8. 16-8. 19 (m. 2H) 
. 8. 50 (d, J=5. 5Hz, 1H) 

(FD-MS, m/z) :4 7 9 (M + ) , 48 1 (M + + 2) 

H»J 19 0 

N- (2 -^no-6 ^;U7^-;l/) -N' - {4 - [ (6, 7 -V/ K 
^'>-4-^yiJ;Q 7x-;U} 7U7 (2 2 6) 

6. 7-v?y h*i>-4- (4-7U7x;^-» (5 2mg) £ 
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h;Ux> (5ml) IzmmfeMltz'^ 2-^nD-6->^7x-MV>> 

(o. imi) litimmm&mitzo ^ix^tz^^m 

! H-NMR (DMSO-dg, 500MHz) : 6 2. 28 (s, 3H), 
3. 94 (s, 3H), 3. 94 (s, 3H), 6. 43 (d, J=4. 9Hz, 
1H), 7. 18 (d, J = 9. 2Hz, 2 H) , 7. 2 0-7. 3 6 (m, 3 
H) , 7. 3 8 (s, 1H) , 7. 5 2 (s, 1 H) , 7. 5 9 (d, J =9. 
2 Hz, 2H) . 7. 9 8 (s, 1 H) , 8. 4 5 (d, J =5. 5 Hz, 1 H) 
. 9. 0 3 (s, 1H) 

nmftmm (FD-MS, m/z) : 4 6 3 (M + ) ,4 6 5 (M + + 2) 

wm 1 9 1 

N- (3-? pp-6 h^->7x-;b) -N' - {4- [ (6, 
h*i/-4-*; 7x-M (2 2 7) 

6, 1 -V* Y*i/-A- (4-7U7x; + -» +y«J > (5 2mg) £ 
h;Ux> (5ml) (c»Q&&JS¥Lfc&> 3-^D-6-yh + «>7xz;Kv 
v7*-h (lllmg) £flD;i> 2 9^HIJD«iai«EL/io &lt£*nn*;kL 
/7th> (1 0/1) Tg|lit5i"J*m7A^a7h^77-f -\Z&t) 
«»U &S<Dfl:&»*8 4mg N JR^l 0 $%T'%fz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 6 0 (s, 3 H) , 
3. 99 (s, 3H), 4. 05 (s, 3H) , 6. 46 (d, J=4. 9Hz, 
1H) , 6. 6 9 (d, J =8. 5 Hz, 1H) , 6. 9 0 (m, 1 H) , 
7. 11 (d, J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 53 (d, 
J =8. 5 Hz, 2H) , 7. 5 8 (s, 1 H) , 7. 8 2 (s, 1 H) , 
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8. 3 2 (m. 1H) , 8. 4 8 (d, J = 5. 5H z, 1 H) , 8. 52 (s, 
1H) 

M#tfHI (FD-MS, m/z) :4 7 9 (M + ), 48 1 (M + + 2) 

mmm 192 

N- (4-?dd-3-- ho7x-;l/) - N' - (4- [ (6, 7 - vi h 
^v-4-^y 'J;tO :fr*^J 7x-;u} ^uy (2 2 8) 

6, 7-?y h*->-4- (4-7$y7iV*->) *y»J> (5 2rog) £ 
rAx> (5ml) K7JD&&8?L7t& N 4 - * n o - 3 h □ 7 x-;W y 
7*-h (2 2 4mg) Z1m?L, WmmJSMLiZo fftf!LT#fc|*J|*WR 

/Co 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J = 4. 9Hz, 1 H) , 7. 21 (d, 
J =8. 5 Hz, 2H) , 7. 3 8 (s, 1 H) . 7. 5 1 (s, 1 H) , 
7. 6 0 (d, J = 8. 5 Hz, 2H) , 7. 6 5 (s, 1H) , 7. 6 7 (s, 
1H) , 8. 31 (s. 1H), 8. 4 6 (d, J =4. 9Hz, 1 H) , 
9. 01 (s, 1H) , 9. 27 (s, 1H) 
Kg#$frfil (FD-MS, m/z) :4 6 3 (M + ) , 4 65 (M + + 2) 

SUfefll 9 3 

N- (2, 4-v?nP7x-;l/) -N / - {4 - [ (6, 1- : J/ h^->- 
4-*y*))l) 7x-;M 7U7C2 2 9) 

6. 7-vM h*i>-4- (4-7^7xy + -» +>"J>(53mg)^ 
h)lJL> (5ml) l:M^Lfc^ 2, 4-^?OD7 i -;Kv/7^- 
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h (115mg) *tpit^ 2 0fimQ?&MMltz o tttiilT Ztzm&ZWKU 
Y)lx.l'T*m>tZ>Z.t\z&!)%m®fc&® : £l 4mg, JR^8 5%Tl#/c 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <53. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d, J = 4. 9Hz, 1 H) , 7. 2 2 (d, 
J =8. 6 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 4 0 (ra, 1 H) . 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz. 2H). 7. 62 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 
6 (d, J=5. 5Hz, 1H) , 9. 56 (s, 1 H) 

ftfi£#ftt (FD-MS. m/z) :4 8 3 (M + ) 

H«Ji9 4 

N- (2, 6-'^dd7x-^) -N' - {4- [ (6, l-Vi b*i/- 
4— *7U;tQ **/] 7x-;M fri/T (2 3 0) 
6. 7-^>h + ^-4- (4-7i;7W + y) > (5 2mg) £ 

(5ml) KfoM&JBLfcSU 2, 6- □d7x-;KV>7^- 

h (i2 5m g ) *jd^ x 1 2ftmmm&muz 0 wajLT#^tefi*iWRu 

h JUx 5 I i lc «fc <0 mmoit^^ 8 1 m g , 9 6 KT»fc 0 

1 H-NMR (DMSO-dg, 500MHz) :<53. 94 (s, 3H), 
3. 94 (s, 3H). 6. 43 (d. J-5. 5Hz, 1 H) , 7. 14- 
7. 2 0 (m. 2H) . 7. 3 2 (dd, J = 7. 9. 7. 9 Hz, 1 H) , 
7. 3 8 (s, 1H) , 7. 5 1-7. 5 4 (m, 3H) , 7. 6 0 (d, J = 
9. 2Hz, 2H), 8. 23 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 
1H) , 9. 0 9 (s. 1H) 
%&$m (FD-MS, m/z) :4 8 3 (M + ) 
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195 

N- {4- [(6, l_zjjJJ±±JlA^±llId. **'A 7x-ib) - 
N' - [1- (1-^7^;U) x^;u] 7U7 (2 3 1) 

6, 7->>V h + (4-7^7xy + y) >j > (54mg) £ 

h^x> (5ml) \zmmmU-J&, 1- (l-^7*;l/> x^;!^y^7* 
-r (0. 0 5ml) ZUa^ 10 0»iML/: o ^^dd*W 
7-fe h> (10/1) T^-r-Si/'J^^^^A^ov -KJ^ft 
S¥U &g0ft&^£6 5mg N JR^7 2%Tl#*:o 

* H-NMR (DMSO-dg, 5 0 0MHz) : 61. 55 (d, J = 

6. 7 Hz, 3H) , 3. 9 3 (s, 3 H) , 3. 9 4 (s, 3 H) , 4. 6 2 
(m, 1H) , 6. 3 9 (d, J =4. 9Hz, 1 H) . 6. 7 9 (s, 1 H) , 

7. 11 (d, J = 9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 49- 
7. 5 8 (m, 7H) , 7. 8 3 (m, 1H) , 7. 9 4 (m, 1 H) , 8. 1 
7 (m, 1H) , 8. 4 2 (d, J = 5. 5 Hz, 1 H) , 8. 5 2 (s, 1 H) 

H«#tfHI (FD-MS, m/z) :4 9 3 (M + ) 

19 6 

N- (2-n -7?-;U7x-;t,) -N' - (4- [ (6, 7-vV S*->-4 
-*JV)V) Xj-i,] 7x-;l} ^|/7 (2 3 2) 

6, 7-^y Y*i/-A - (4-7;;7x; + y) +^J> (1 1 9mg) 
*^i> (12ml)i:HU Mxfjuy $ > (2. 4ml) S-Jp*.*:^ 
M7*x^> (133mg) ^Jn^ 2#F B m*fcS$fcLfc 0 S^{c2-n- 
7f;b7x_;|,7i> (0. 13ml) «n*. 1 0£RgflQ*ftiSffiL* o Kfcfc 
l-^K*^ h tj 7 A^jBftfcjD;^ ? o a t>Jl AT" 2 IsJfi&fiJ L fc&W®Jf £|$ 
fD^*T'&#U ^KfifiK^ h 'J 7AT-^t3t 0 fcffT£8S£g£U SIS 
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?:?D D *;bV7-bh> (4/1) TRH** > U A* o^? 

7>r -lc<fc>)*f$U %m®<k&®Zl 3 Omg, JR$6 9%Tlffc 0 

1 H-NMR (DMSO-dg. 5 0 0MHz) : <5 0. 92 (t, J = 
7. 5Hz, 3H), 1. 32-1. 40 (m, 2H), 1. 50-1. 57 
(m, 2H) , 2. 5 9 (t, J = 8. 9 Hz, 2 H) , 3. 9 3 (s. 3H) , 
3. 94 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 6. 9 8- 

7. 02 (m, 1H) , 7. 12-7. 17 (m, 2 H) . 7. 1 9 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1 H) . 7. 58 (s, 1 H) , 7. 59 
(d, J = 8. 5Hz, 2H), 7. 71-7. 75 (m, 1 H) , 7. 89 
(s, 1H), 8. 46 (d, 3=4. 9Hz, 1 H) , 9. 11 (s, 1 H) 
K£##rtt (FD-MS, m/z) :47 1 (M + ) 

HJfi^Jl 9 7 

N- (3-xF4-^U^7x^) -N' - {4- [ (6, 7-v>V h 
^j/-4-^yU^U) ^-^->] 7x-M 01/7 (2 3 3) 

6, 7-vM h*->-4- (4-7U7x;*y) +;>J> (131mg) 
£h;Ux> (10ml) lcfln&&&¥U h'JxWi> (2ml) £fln;lfcgU 
h'J7 + x>7 y > (213mg) £flD;i. 2#&m*ftiML*:o K£&£3-7^ 
^Ifixfixxf^ (0. lml)^ 7 5r^JDlfejS'«£L^o J^fL^ 
KSfcl?*^ h 'J OA7Kigfc£tn*-> PKx^;PT2(Hl}4tbL^WSl^ta?D 

^ont^A/7th> (10/1) T-g$tSv'J£y^*7-7A?ov 
7>r ~{c<kt)fl85!U ^H©^^2 14mg, JR$10 0%m o 

1 H-NMR (CDC 1 3 , 5 00MHz) : 6 1. 36 (t, J = 7. 3H 
z, 3H), 4. 02 (s, 3H), 4. 05 (s, 3H) , 4. 36 (q, J 
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= 7. 3 Hz, 2H) , 6. 4 5 (d, J =5. 5 Hz, 1 H) , 7. 1 3 Cd, 
J-9. 2Hz, 2H), 7. 3 8-7. 4 5 (m, 4 H) , 7. 48 (d, J 
= 9. 2Hz, 2H). 7. 56 (s, 1 H) , 7. 75 (d, J=7. 3Hz, 
1H), 7. 80 (d, 3 = 7. 9Hz, 1 H) , 7. 90 (s, 1 H) , 
8. 48 (d, J = 4. 9Hz, 1 H) 
MBMfHI (FD-MS. m/z) :4 8 7 (M + ) 

H»J1 9 8 

N- (2, 3-g?pp7x-;lQ -N' - {4- [ (6, 7-->V 
,4-4-yiW 7x>^) frU7 (2 3 4) 

6, 7-i?y h + (4-7;;7xy + y) +/>J> (52mg) 

p*x> (5m]) icJn.«J»L/;^ 2, 3-^oo7i_Mv>>7^- 
h (0. 0 5ml) fcJn*., 2 OftmtiaM&MltZo fcfo®m*? d d*;UA/ 
7*h> (10/1) TSBflt«^J*y;^7A^D-7h^7 7>f-tcJ;t)|| 
«U 8H©fc£to£8'4mg % iR^l 0 0%T'ffjt o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 0 (s, 3H) . 
4. 05 (s, 3H). 6. 45 (d, J=5. 5Hz, 1 H) , 7. 11- 

7. 17 (m, 4H), 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H), 7. 57 (s. 1H), 7. 91 (s, 1H), 8. 22 (d, J = 

8. 5Hz, 1H), 8. 48 (d, J = 5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

(FD-MS, m/z) :4 8 3 (M + ) 
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nmm 199 

N- (2, 4-^dd7x^) -N' - {4- [ (6. 7-v?y h*»>- 
4-*7'J;U) £*yj 7x^) 71/7 (2 3 5) 

6, 7-*V h*>-4 - (4-7 5y7*y*-» *y y> (5 8mg) * 
Mbx> (5ml) CJD^IPL/:^ 2, 4-y^Do7xrM vm- 
K (9 3mg) £Jd;u 2 0»iSILr: o SM^J'OD^^A/Tt 

h> (i o/i) 7?seat5v"j*y^7A^Dv K^5 7-f -tc^o^ssfL. 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : (5 4. 0 4 (s, 3H) , 
4. 0 6 (s, 3H) , 6. .4 7 (d, J =4. 9 Hz. 1 H) , 6. 9 8 (d 
d, J=2. 4, 8. 5Hz, 1H), 7. 19 (d, J=8. 5Hz, 2 H) , 
7. 25 (s, 1H) , 7. 29 (s, 1 H) . 7. 39 (s, 1 H) , 
7. 43 (s, 1H), 7. 52 (d, J-8. 5Hz, 2H), 7. 56 (s. 
1H) . 8. 4 0 (d, J =2. 4 Hz, 1 H) , 8. 5 0 (d. J =4. 9H 
z. 1H) 

MtatJNt (FD-MS. m/z) :4 8 3 (M + ) 
H&012OO 

N- (3, 4-^dd7x^) - N' - {4- [ (6, 7-vV h*»>- 

** c s~\ 7*-->l>} Vls7 (2 3 6) 
6. h + ->-4- (4-7;;7x; + -» (51mg) 

YA,x.> (5mi) Kuammmtm, 3. 4-^DD7x-Mvm- 

h (102mg) £fln*.s 8&mm&ftltZo *faiLT*fcfea*ilDlU h 
1 H-NMR (DMSO-d fi , 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
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3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz. 1 H) , 7. 14- 
7. 2 4 (m, 2H) , 7. 3 4 (m, 1 H) , 7. 3 8 (s, 1 H) , 
7. 50-7. 52 (m, 2 H) , 7. 59 (d, J = 9. 2Hz, 2H), 
7. 88 (s. 1H), 8. 46 (d, J = 4. 9Hz, 1 H) , 8. 92 (s, 
1H) , 9. 00 (s, 1H) 
Sft#t/HI (FD-MS, m/z) :4 8 3 (M + ) 

fUfc0&2 0 1 

N- (3> 5-^dd7x^) -N / - {4- [ (6, 7-?y 
4-^y;;t/) 7x-M ft 1/7 (2 3 7) 

6. 7-^y h + ->-4- (4-7U7xMv') +7 »J> (53mg) £ 
K;l/x> (5ml) Kflntt&PLfcSU 3, 5-^^oD7x_;Kvm- 
h (76mg) £flo;L, 8£ffllja8Mmitz 0 *rtBLT£fc*&g£»ttU 

i >m&-r * c i a o %me><t&m 7 5 m g N 8 7 fcT?»fc 0 

H -NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d. J=4. 9Hz, 1 H) , 7. 15 (s, 
1H), 7. 20 (d, J=9. 2Hz, 2 H) . 7. 38 (s, 1 H) , 
7. 51 (s, 1H), 7. 54 (s, 1 H) , 7. 54 (s, 1 H) , 
7. 59 (d, J=9. 2Hz, 2H) , 8. 46 (d, J=4. 9Hz, 1 H) 
. 9. 00 (b r s; 1 H) , 9. 07 (b r s. 1 H) 
®fi##ffii (FD-MS, m/z) :4 8 3 (M + ) 
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HJ60J2O2 

N- (4 -?po-2-- hQ7x-;U) ~ N' - {4- [ (6, l-i>/ h 

*±j/} 7x-;l/} 7^7 (2 3 8) 
6, 7-->V h + '>-4- (4-7SV7x/*» *y <J> (12 3mg) 
£h;Ux> (12ml) (cjD^^L^s 4-^DD-2--ho7i-;K 
7*77*- b (172mg) £flO;U 1 4#P B m&ig&lEL£o tfftfcLTt/c^a 
h^Ji>m^-r-5C<!:{cJ:t9^©{b^»l 7 4m g> ig$8 5 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 6 (d. J =4. 9 Hz. 1 H) , 7. 2 3 (d, 
J = 7. 3Hz, 2H), 7. 39 (s, 1 H) . 7. 51 (s, 1 H) , 
7. 62 (d, J = 7. 3Hz, 2H), 7. 79 (d. J=9. 2Hz, 1 H) 
, 8. 14 (s. 1H) , 8. 3 5 (d, J =9, 2 Hz, 1 H) , 8. 4 6 
(d, J = 5. 5Hz, 1H), 9. 62 (s. 1 H) , 10. 0 (s, 1 H) 
%&mm (FD-MS. m/z) :4 9 4 (M + ), 4 96 (M + + 2) 

JSJfe0l2O3 

N - (2-7S7-4-?QP7x-;lQ -N' - {4- [ (6, 1-m h 
^v/-4-^y ij;u) 7x-;U} 7t/7 (239) 

N- (4-7DO-2-- hn7x-;0 -N' - {4- [ (6. 7 h 
fi/-4-$.y*))l) 7x-;U} £1/7 (1 5 8mg) £*no*;l,A 

/>*7-;U/7k (10ml /7 0ml /5ml) fc®8?U **5fc&^ h U ^ 
A (1. Olg) £7)0;^ 6 0iC{CT3 7OT8tffL^ o ? on*;i,AT2[5]!fi 

&itzmmzim&&*-emi$>u mmm+ 1 v * ^$,mitz 0 met 

T§i&£S£U gat£?nm*;UA/7-fe h> (10/1) T~m&tZi/*)JjY 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 5. 0 9 (b r s, 2H) , 6. 4 3 (d, J =4. 9 
Hz, 1H), 6. 57 (m, 1 H) , 6. 78 (d, J=2. 4Hz, 1 H) , 

7. 17 (d, J=9. 2Hz, 2H), 7. 34 (d, J = 8. 6Hz, 1 H) 
. 7. 38 (s. 1H). 7. 51 (s, 1 H) , 7. 57 (d, J=8. 5H 
z, 2H) , 7. 7 7 (s, 1H) , 8. 4 5 (d, J =4. 9 Hz, 1 H) , 

8. 89 (s, 1H) 

HJfe0!!2O4 

N- {4- [(6, h4->-4-»;'J^) 7xzjH - 

N' - (2-t'V Vyfijltf^jj,) frU7 (2 4 0) 

6, 7-iPy H + S/-4- (4-7;;7*y+>» *>";> (7 5mg) £ 
h;l>x> (7ml) Ictram^jSU h»Jx^7S> (1. 4ml) ^Ja^A:^ 

h')7*x*f> (2oim g ) lftmmmmmitzo sfcttK2-e>j 
i?>*ji#*vi k (i 0 2m g ) zua^ 3mwammiizo Kfomzmwt 

h U l^xf-^2lHlftttL^»W«MI*iaft*!fcfc 

*;kk/7*h> (l 0/1) TBHt5'>»J*y^*5A^D-7hr77^- 
lw it) %m U M©<fc£te£8 6mg. «$7 7%T''$tz 0 

H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 6 (s, 3H) , 
4. 06 (s, 3H), 6. 49 (d. J=4. 9Hz, 1 H) , 7. 20 (d. 
J=9. 2Hz, 2H), 7. 43 (m, 1 H) , 7. 57 (s, 1 H) , 
7. 59 (m, 1H) , 7. 7 1 (d, J = 9. 2Hz, 2H) , 7. 9 7 (m. 
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1H) , 8. 2 8 (d, J =7. 9 Hz, 1 H) . 8. 5 0 (brs, 1 H) , 
8. 68 (d. J=4. 9Hz, 1 H) . 10. 1 (brs, 1 H) , 10. 7 
(b r s, 1H) 

M£flfl£ (FD-MS, m/z) :4 4 4 (M + ) 
HWJ2 0 5 

N- (3-^no-4, 6->M h4->7x_;l) - N' - {4- [ (6, 7 
z21 V* : s-4-*; W 7x-^) -7 1/7 (24 1) 

6, 7-xV h*i/-4- (4-7$ 7 7xy + -» *y >J > (54mg) £ 
h;Ux> (5ml) (C7M}gft¥L*:^ 3-?do-4. 6-^h*y?x_ 
^VS/T^-h (7 6mg) £7JD;i. 1 8M»ii«tLfc 0 S£&&£?o 
D*;UA/7-t? h> (10/1) T?Jg^t-5i/';^y^/77i,^DV |^'57>f 
-K<k«9*t$¥U ^i<D>fb&#!£9 3mg, JR$ 1 0 0%T'#^ o 

1 H-NMR (CDC 1 3 . 5 00MHz) :53. 76 (s, 3 H) , 
3. 87 (s. 3H), 4. 02 (s, 3H) , 4. 05 (s, 3 H) . 

6. 46 (d, J=5. 5Hz, 1 H) . 6. 49 (s, 1 H) . 7. 13 (d, 
J = 8. 5Hz, 2H), 7. 20 (s, 1 H) , 7. 42 (s, 1 H) , 

7. 50 (d, J=8. 5Hz, 2 H) , 7. 57 (s, 1 H) , 7. 59 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d. J=5. 5Hz, 1 H) 

StfifttfHt (FD-MS, m/z) : 5 09 (M + ) ,511 (M + +2) 

H$fcfll2 0 6 

N- (4 pp- 2 -> 7-;l7x-;lQ -N' - {4- [ (6, 7-^y K 
*->-4-*y'J;b) t^y] 7x-Jl> 9U7 (2 4 2) 
6, 7-v?y h**>-4- (4-7i;7xy + -» +yj> (5 5mg) £ 
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h;Ux> (5ml) lz1jn$ t ®Mltz'&, 4 - * o d - 2 -* ?Jly*-A,<< y i/ 
7*-h (9 0mg) £fln;u 2 6 ^RQftJHAtt L fc. Iff Hi lT£fc£ B 1.£«® 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 2. 2 6 (s, 3 H) , 
3. 94 (s, 3H) . 3. 94 (s, 3H) , 6. 44 (m, 1 H) . 
7. 18-7. 20 (m, 3 H) . 7. 25 (s, 1 H) , 7. 38 (s, 1 H) 
. 7. 5 1 (s, 1H), 7. 5 9 (d, J =9. 2Hz, 2H) , 7. 8 7 
(m, 1H), 7. 9 9 (s, 1 H) , 8. 4 5 (m, 1 H) , 9. 15 (s, 
1H) 

KftfttfHI (FD-MS, m/z) : 4 6 3 (M + ) ,4 6 5 (M + + 2) 
Hife0J2O7 

N- (2-^ap-3-yf^7x-^) - N' - {4- [ (6, 7-S?y h 
*v-4 -*y 'J;b) 7x-ib| frU7 (2 4 3) 

6, 7-iSJ h + ->-4- (4-7;;7x;4-» *y <l > (52mg) £ 

h*x> (5mi) \zmm®mifz'&, 2-^00-3-/^7x^7^ 

T*-h (0. 2ml) £ft];^ 1 2»«L/: 0 S»^nD*^ 
A/7*h> (l 0/1) T?JRIBf S*>y*y^*5A^D7h^5 7-f-jcJ: 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 52. 28 (s, 3 H) , 
4. 00 (s, 3H), 4. 03 (s, 3H) . 6. 41 (d. J=4. 9Hz, 
1H) . 7. 0 9-7. 15 (m, 4 H) , 7. 3 7 (s, 1 H) . 7. 3 9 
(s, 1H), 7. 42 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 
7. 61 (s, 1H), 7. 72 (s, 1 H) , 8. 44 (d. J=5. 5Hz, 
1H) 
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(FD-MS. m/z) :4 6 3 (M + ), 4 6 5 (M + + 2) 

HJfcfll2 0 8 

N- (3-7^y-4-^QQ7x~;U) -N' - {4- [ (6, h 
**s-4-*rJ tyisj (2 4 4) 

N- (4-?DD-3-^hD7x-Jb) -N' - {4 - [ (6, 7-->V K 
+ ->-4- + y 7x-;U} (1 0 Omg) £*odsM,a 

/y 9J-)Wk (5m 1/1 5m l/3m 1) icfcFJBU f-*ttlH- h U -7 A 
(3 5 8mg) £Jn;U 6 0°CICT2 0^W«H$ L/: 0 * o n*M,AT2|5|tttb 

i»L, il^^DD*Jl/A/7-trh> (10/1) -CJg$t5->U#y;U 
*7A^DTh/77-f-t:J;»)||»U M©<b^«*3'9mg^ W4 1% 

X H-NMR (DMSO-dg. 500MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H) , 5. 3 0 (b r s, 1 H) , 6. 4 5 (d. J = 
5. 5 Hz, 1H) , 6. 6 4 (m, 1 H) , 7. 0 2 (m. 1 H) , 7. 0 6 
(d, J=8. 6Hz. 1H), 7. 20 (d. J=9. 2Hz, 2 H) , 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J = 8. 6Hz. 
2H) , 8. 4 7 (d. J = 4. 9Hz, 1 H) , 8.. 5 6 (s, 1 H) , 

8. 73 (s, 1H) 

9M&1fm (FD-MS, m/z) :4 65 (M + +l) 
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N- (3-y h*isfDt°)l) -N' - {4- [ (6, K4-i/-4- 

7x-;U} fri/7 (2 4 5) 
6. 7-^y b^>-4- (4-7^7x7 + -/) +;'JX51mg)^ 

h;ux> (5mi) izmmmmu hjx?-;i/7=> dmi) £in;t^&. h 

»j7*x>r> (5 4mg) ^Jd^ 2$OTE#j@fttl/z 0 Kfcmz3-/ Y* : s 
fnt')l7 i> (0. 0 5ml) Ztia*^ 1 2£®ljamMMltz 0 KBmz&iW 

u m^mmi- h »j 7 a-ci&s l £ 0 $e T^jg^s* u gats- ? o □ 

*;UA/7-feh> (10/1) -e®g§tSy'J*W/77A^Dvh^^7^- 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 82 (m, 2H) , 
3. 31 (s, 3H), 3. 39 (m, 2H) , 3. 50 (t, J=4. 5Hz, 
2H) , 4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) , 5. 65 (brs, 
1H), 6. 44 (d, J=4. 9Hz, 1 H) . 7. 10 (d, J=8. 7H 
z. 2H), 7. 41-7. 55 (m, 4 H) , 7. 55 (s, 1 H) , 
8. 46 (d, J=5. 5Hz, 1 H) 
©fi£#fll (FD-MS, m/z) :411 (M + ) 

%MM2 1 0 

N- (2-y -N' - {4- C (6, 7->?y h*i/-4-* 
V'J;U) 7x-Jbj frt/7 (2 4 6) 

6, V*is-A- (4-7;;7i^v/) (5 2mg) £ 

vji>*> (5mi) izmmmmu mjx^7s> dmi) h 

U7*xy> (54mg) £tD;U 3£P B ™&iSafELfco ££&K3-,< 
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^JlTiy (0. 0 5ml) £Jo^ 8»WLfc 0 &&mz&mfc% 

i./74?h> (10/1) T'Slgt-S-> , My , >'U^5A^DTh/7 7^-(C«fc 
DffifMU &«i©ffc£«P&6 3mg N JR$9 l^tf^fco 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 3 6 (s, 3 H) , 
3. 3 6-3. 5 3 (m, 4 H) , 4. 0 3 (s, 3H) , 4. 0 3 (s, 3 H) 
, 5. 81 (brs, 1H), 6. 43 (d, J = 5. 5Hz, 1 H) , 
7. 8 7 (d, J =8. 5 Hz. 2H) , 7. 40, (s, 1 H) , 7. 4 5 (d, 
J = 9. 2 Hz, 2H) , 7. 5 5 (s. 1 H) . 7. 92 (s. 1 H) , 8. 
45 (d, J=4. 9Hz, 1H) 
nm^m (FAB-MS, m/z) :3 9 8 (M + +l) 

%faM2 1 1 

N- {4- [ (6, 1-*J* H^>-4-*y jM0 **/) 7xzi) - 
N / - (2-b°'J> ! ^y^;U) frl/7 (2 4 7) 

6, l-V* h + ->-4- (4-7S y 7*y*» *V 'J > (5 2mg) £ 
h^x> (5ml) (::;&D&it?a?U h'Jx^;U7^> (1ml) ^SD^.fc^ h 
•J7*xy>(54mg) *DD^ 2^Pata.«il«tLfco KJE*fc2- fcf«J 
/*;U7S> (0. 0 5ml) £fln;u 12$rfM&SMl£ 0 RiSttlcfiai* 

h y ^A*»«[*jDi % i^xf-^2iiittaiLfcftw«ji*iafDA4ft*7? 

;i/A/7*h> (10/1) ■elim'> 1 J*m7A^D7h^7<-c 

* H-NMR (CDClo. 5 00MHz) : 6 4. 00 (s, 3H), 
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4. 01 (s, 3H), 4. 58 (d, J=5. 5Hz, 2H), 6. 39 (d. 

J = 5. 5Hz, 1H) , 6. 6 6 (m, 1 H) , 7. 0 5 (d, J = 9. 2H 
z. 2H) , 7. 18 (m, 1H) , 7. 34 (d, J = 7. 9Hz, 1 H) , 

7. 39 (s, 1H), 7. 45 (d. J = 9. 2Hz, 2H) . 7. 54 (s, 

1H) , 7. 6 6 (m, 1H) . 8. 40 (brs, 1 H) , 8. 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J = 4. 9Hz, 1H) 
K*#tffll (FD-MS. m/z) :4 3 0 (M + ) 

H&0J2 12 

N ~ [ (4 - t e r t -yf;l/7x^l/) i*f-)V] -N' - {4 - [ ("6. 7 

N4-^ -4-^yj;l/) 7x-;b} U7 (2 4 8) 

6. 7-W-^i/-4- (4-7;>7x;+i/) +y >J > (50mg) £ 
(5ml) ICJDMI, h'Jxf-;UT^> (1ml) £Jn*.fc8U h 
U7*xy> (55mg) £flo;U 2^F H m^S^L^e SJfcfclc (4-t e r 
t_m7i -^) ***7 5> (0. 0 5ml) «niL 12&ITODJR1* 

*U 8t^D D ^A/7tF> (10/1) -CmmZ>i>*)il>fA,i]7L> 

2 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 3. 9 9 (s, 3 H) , 
4. 01 (s, 3H), 4. 38 (d, J=5. 5Hz, 1 H) , 5. 81 (b 
rs, 1H), 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d, J = 
9. 2Hz, 2H) , 7. 2 0-7. 4 0 (m, 7H) , 7. 5 2 (s, 1 H) , 
7. 64 (s, 1H), 8. 40 (d, J = 5. 5Hz, 1 H) 
W&ftVrM. (FD-MS, m/z) :48 5 (M + ) 
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$mm 1 3 

N- (4- [(6, 7-yy^y-4-t;'J;b)^->] 7x-;U) - 
N' ~ (3-b J U i?)W?Jl,) 91x7 (2 4 9) 

6. 7-^^-4- (4-7U7xy + '» +yj> (52mg) * 
h;Ux> (5ml) CftMlftiffU h Uxf-;U7i > (1ml) £jD;Lfcfc N h 

(56m g ) zm*., 2£®mnmmitz 0 Rmmtz 3 - 1° y ^ 

y^7^> (0. 05ml) £Jjfl;i N 12£M&lj!MItoLfco RlSttlCjRK* 

;bA/7-t?h> (10/1) TgHt5 < > l JW*7Ai'D7 h^7>f-i: 

*H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3H) , 
3. 9 4 (s, 3H) , 4. 3 4 (d, J =5. 5 Hz, 2H) , 6. 4 0 (d, 
J =4. 9 Hz. 1H) , 6. 7 2 (t. J =6. 1Hz. 1 H) , 7. 12 
(d, J = 9. 2Hz, 2H), 7. 35 (m. 1 H) , 7. 37 (s, 1 H) , 
7. 5 0 (s, 1H) , 7. 5 3 (d, J = 9. 2 Hz, 2H) , 7. 7 2 (d, 
J = 7. 9 Hz, 1H) , 8.' 4 3-8. 4 6 (m, 2 H) , 8. 5 3 (s, 1 
H) , 8. 73 (s, 1H) 

®fi##Hi (FD-MS, m/z) :4 3 0 (M + ) 

Hifefll2 1 4 

N- {4- [(6, 7-?y h*->-4-*>HJ;lO 7x-Jb) - 

N' - U-fJ^uy^l) frl/7 (2 5 0) 

6, 7-2^ h4->-4- (4-7;;7i; + -» *y >J > (52mg) * 
hJlJL> (5ml) CftftNgJKU Mxf-;U7$> (1ml) ZtQ*.fz'&^ h 
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*)y*x¥> (53mg) ZijQz.^ 2^fmmtmitz 0 £fi>&lC4-t°'J 

**)i7iy (o. 05mi) ^jdAs i 2#®mmmitz 0 Kmizm* 
m u &7kmwij- h ? 2*?&m i± 0 mETm^w^ u t o d * 

;l/A/7-t?h> (10/1) TJg^t^v'U^^^^A^D^h^^^-d 

* H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 1 (s, 3 H) , 
4. 0 3 (s, 3H) , 4. 4 3 (d, J = 5. 5Hz, 2H) , 5. 9 7 (m, 
1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 08 (d, J=9. 2H 
z, 2H) , 7. 2 0 (d, J =5. 5 Hz, 2H) , 7. 3 8 (s, 1 H) , 
7. 42 (d, J = 8. 6Hz, 2H). 7. 54 (s. 1H). 7. 81 (s, 
1H), 8. 42 (d, J=5. 5Hz, 1 H) . 8. 49 (d, J=6. 1H 
z, 2H) 

(FD-MS, m/z) : 4 3 0 (M + ) 

nmm2 1 5 

N- {4 - [ (6, IzJLL t±2zL±Z±llM ±j±3 7x-;M - 
N' - C (4 -y> W;;7x-;i/) Ag^U] 71^7 (2 5 1) 

6, 7-i^y h+ ; >-4- (4-7i;7x; + y) »J> (51mg) £ 
H^x> (5ml) (caMMMU h Ux*;l,7 $ > (1 m 1 ) £flO;l*:& N h 

U7*^y> (55mg) 2$mmMmuzo 

^7Sy7x-;l0 /*)U7i> (104mg) «n* % 1 2^BWWi«Lfc. 

88**DDsM,A/7*h> (10/1) «t^>^^*7A^D7 
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1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 52. 87 (s, 6 H) . 
3. 93 (s, 3H), 3. 94 (s, 3H), 4. 18 (d. J=5. 5Hz, 
2H), 6. 40-6. 43 (m, 2 H) , 6. 70 (d, J = 9. 2Hz. 2 
H) , 7. 13 (d, J = 8. 6Hz, 2H). 7. 14 (d, J=8. 6Hz, 
2H), 7. 37 (s, 1H), 7. 51 (s. 1 H) , 7. 52 (d, J = 
9. 2Hz, 2H), 8. 44 (d, J=4. 9Hz, 1 H) , 8. 57 (s, 
1H) 

®fi##?fil (FD-MS, m/z) :4 7 2 (M + ) 
SU6092 1 6 

N- {4- [ (6, 7-vy h*i/-4-*y 'J j^±±j Z±ElM Z 
N' - (3, 5-i>'- hD7x-^) ( 2 5 2) 

6, 7-v?y h + (4-7;;7x; + y) ^;>J> (5 4mg) £ 

h^x> (5ml) icJn^jSL^ 3, 5-^-^7x-Hvm- 
h (8 1mg) £flO;Lx 2 OftmiB&MMltZo Kfci&mZt 
H> (1 0/1) TJg^tSi/U*y>'U^7A^D^h^57^-jc < kt)||S!{Ls 
5 3 m g , JRs£ 5 7 %T~ntz 0 

* H-NMR (DMSO-dg, 5 0 0MHz) :<5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 24 (d. 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 
64 (d, J=8. 5Hz, 2H), 8. 42 (s, 1 H) , 8. 47 (d, J 
= 4. 9Hz, 1H). 8. 77 (s, 1 H) , 8. 77 (s. 1 H) , 9. 2 
1 (s. 1H) , 9. 73 (s, 1H) 
Kft^tfrlt (FD-MS, m/z) :5 06 (M + +l) 
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Hte0J2 17 

N- Q^a^Jyjl) — N' - {4- [ (6, 

t±kl (2 5 3) 

6, 7—>V h + (4-7i;7x; + i/) *y y> (2 0 0mg) 

£h;l,x> (5ml) IIM^L^J, ^D^yM 7 y 7 ^(, 
(3 4 Omg) fcJn*, 8 0-9 0tT3 0»»Lfc o S^ctK^Jd 

*^-?#.MUz 0 &ET®mZ%i;L M^^QD.tW7th> (10/ 

i ) tmmtz ^y^* 5 a ? d t h 7 4 - k £ *> u &m®it& 

1 H-NMR (CDC 1 3 , 5 0 0MHz) .51. 1 1~1. 2 2 (m, 2 
H) . 1. 3 4-1.. 4 6 (m. 2H) , 1. 5 6-1. 6 6 (m, 2H) , 

1. 6 8-1. 7 8 (m. 2H), 1. 96-2. 0 5 (m, 2H), 3. 64 
~3. 7 3 (m, 1H) , 4. 0 5 (s, 6 H) , 4. 5 8 (d, J = 7. 9H 

2. 1H) , 6. 3 6 (s, 1H) , 6. 4 6 (d, J = 4. 9 Hz, 1 H) , 
7. 13 (d, J = 8. 6Hz, 2H), 7. 42 (d. 1=8. 6Hz, 2H) 
. 7. 42 (s. 1H), 7. 56 (s, 1 H) , 8. 48 (d, J=4. 9H 
z, 1H) 

Wmmm (FD-MS, m/z) :421 (M + ) 
^S£0J2 1 8 

N- (3. 4 -^7Ma7xz^ -N' - {4- [ (6. 7-vM hjj/ 
-4— fry »J AQ *fri/) 7xzj) (25 4) 

6. 7->M h^s/-4- (4-7^7x; + «/) fry ij> (5 Omg) £ 
(5ml) icfloafcHU h'Jx^;l/7i> (1ml) ^^.^ 
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»J7**y> (55mg) *Jni. 3^Pa&n*iBSfELfco Sfl5ttt3. 4-/7 
;M-o7xy> (66mg) «o*., 2 OdinMMflttL*:. JgJCKCftMcX 

A/74?l>> (10/1) T8BBt*'>U*y**5A^DThr77-f-lCj: 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : d4. 03 (s, 3 H) , 
4. 06 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 6. 9 6~ 

7. 0 2 (m, 1H) , 7. 0 2-7. 1 0 (m, 1 H) , 7.11 (d, J = 

8. 5Hz, 2H) , 7. 41-7. 45 (m. 2 H) , 7. 48 (d, J = 
8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 72 (s. lH), 7. 74 
(s, 1H) , 8. 44 (d. J=5. 5Hz, 1 H) 

9*&tfrm (FD-MS, m/z) :451 (M + ) 

H&0J2 19 

N- (2, 4, 5-h'J7^Q7x-/l/) -N' -{4- [(6, l-*Jt 
h^>>-4 ^-^j/] 7x-;l/} 7U7 (2 5 5) 

6, 7-->7 h + ->-4- (4-7;;7x; + -» +;'J> (50mg)^ 
K^x> (5ml) KHafmmU h'Jxf-;U7$> (lml) . £fln;trt:&, h 
•J7*x^> (55mg) fcln^ 3^NUnfNAXL^. Kfcm\z2, 4. 5- 
F'J7A*D7iiJ> (7 5mg) *1d*. 2 Oantaftffit Lfc e Rftfticlfc 

h y 9A*»**jpi x HFKx^;uT2@j*aiL^^ms^jiafD^ 

o*;UA/7*h> (10/1) T?B5§tS»>y fifMy^t 07 h 
-lc«kt)*lftgL> ^S©^^5 8mg N JR^7 3%T^ 0 
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* H -NMR (DMSO-dg, 5 0 0MHz) : 63. 9 4 (s. 3H) , 
3. 95 (s. 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2H), 7. 62-7. 70 (m, 1 H) , 

8. 1 7-8. 2 5 Cm, 1 H) , 8. 4 8 (d, J =4. 9 Hz. 1 H) , 
8. 7 6 (s, 1H) , 9. 2 3 (s, 1H) 

MMftVrUk (FD-MS, m/z) :4 6 9 (M + ) 

HJ6W2 2 0 

N- (2, 4. 6-h')7^D7x^) — N' - {4- [ (6, 
h*^-4- *yj;U) jvj-j/] 7x^) frU7 (2 5 6) 

6, 7-v^ h^>- 4 - (4-7;;7x^y) +;'J> (5 0mg) £ 
b)U-y (5ml) KJaM^U HJx?^7$> (1ml) £;Dd;L*& s h 

IJ ^^^ (55m g )^jn^ 3mtafmmitz 0 m.&mz2, 4, 6- 

H;?;M-d7-'J> (7 5mg) £fln;l, 2 0 M&Mmm I fc 0 BU&tLtzSt 

o*AA/7th> (10/1) TlHt«5"J*m7A?D7h/57^ 

X H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 43 (d. J = 5. 5Hz, 1 H) , 7. 20 (d, 
1=8. 6 Hz. 2H) , 7. 2 9 (t. J = 8. 6 Hz. 2 H) . 7. 3 9 
(s, 1H). 7. 52 (s. 1H). 7. 58 (d. J = 8. 6Hz, 2 H) . 
8. 07 (s. 1H). 8. 46 (d. J = 5. 5Hz, 1H). 9. 14 ( s . 
1H) 
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M£flrfli (FD-MS, m/z) :4 6 9 (M + ) 
HWJ2 2 1 

N- (2, 3, 4- h 'j7;^D7x-;b) -N / -{4- [(6. 7-v'y 
h*S/-4— *7 'J;lQ £4^3 7xz;b) 2±Z (2 5 7) 

6, h + y-4- (4-7U7x; + y) +7 'J > (5 Omg) £ 

(5ml) iztafmmU HJx^7^> (1ml) ^^.^ h 
>J7t^> (55rog) ^ N 3^ID&«Uco ££fcK2, 3. 4- 
M7;M-o7-'J> (75mg) ZijQ^ 2 0;mta&iS«tl*o SfSfclcffc 

n*jlj*/r* b> (10/1) -ZW®ftZ> : s')t>>f>\>ii^ -7 4 

-K&onm, mmoit&vuzi 8m g> jr$2 3%-ei#^ 0 

^•H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz. 1H), 7. 23 (d, 
J = 8. 6 Hz, 2H) , 7. 2 5-7. 3 3 (m, 1 H) , 7. 3 9 (s, 1 
H) , 7. 5 2 (s. 1H) , 7. 5 9 (d, J =8. 6 Hz, 2 H) , 

7. 8 5-7. 9 2 (m, 1 H) , 8. 4 7 (d, J =5. 5 Hz, 1 H) . 

8. 73 (s, 1H) , 9. 21 (s, 1 H) 
Mfi#tfHi (FD-MS, m/z) :4 6 9 (M + ) 

£»J2 2 2 

N- (2, 5-xy h*->7x-;l/) -N' - {4- [ (6. h*>> 
-4-*y»J;l) 7x~;b} 71/7 (2 5 8) 

6. 7-^/ h**>-4- (4-7^7xy + » +yj > (5 6mg) £ 
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h;Ux> (5ml) KtummmU h 'Jxf-;l/7^ > (1ml) £;&n*./;&, h 
•J7**y> (6 6mg) £JQ*., 35JKIJD3«jS«ELfco £fb&K2, 5-S» 
h*«>7-'J> (1 02mg) £2lD;U 1 O^HJDJIft«aSLfeo SfSfcfc&K* 

W7th> (1 0/1) «t5 •> 'j ^>r;W 7i, ^ D7 h ^7 7 ^ - i; 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 68 (s, 3H), 
3. 78 (s, 3H), 4. 02 (s, 3H) , 4. 05 (s, 3H) . 

6. 46 (d, J=5. 5H2, 1H), 6. 53 (dd, J=3. 1, 8. 5 
Hz, 1H) , 6. 7 6 (d, J = 9. 2 Hz, 1 H) , 7. 1 3 (d, J = 
9. 2 Hz, 2H) , 7. 4 3 (s, 1 H) , 7. 5 2 (d, J =9. 2 Hz, 
2H) , 7. 5 5 (s, 1H) . 7. 5 7 (s, 1 H) , 7. 7 8 (s, 1 H) , 

7. 91 (d, J = 3. 1Hz, 1H), 8. 49 (d, J=4. 9Hz, 1H) 
HMtiVrm (FD-MS. m/z) : 4 7 5 (M + ) 

0IW12 2 3 

N- (3, h^->7x-;U) -N' - {4- [ (6. 7-i?t h*-> 

-4-*y>J;U) 2*l=M *\/7 (2 5 9) 

6, 7-*V h4->-4- (4-7;;7x; + -» *y >j > (53mg) * 
(5ml) JwtjD&zgtfU h i|xf-;U7^ > (1ml) £tjn;t*:& x h 
>)7*Xf> (lOlmg) *Jp;U 4^MimSttLA:. S««[C3. 5-? 
> > (6 2mg) *Jd*, 1 3£m*9ttLfc. Sfcfctc&gfck 
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W7-feh> (10/1) T~mffitZisi)ii¥JUj7 2*?a-? b?5 7<~-iz 
£D*f$S!U &MO{t&m*S 5mg> JR$1 0 0%Ti§rt: o 

1 H-NMR (CDC 1 3 , 5 0 0MH2) : 6 3. 7 3 (s, 6 H) , 
4. 00 (s, 3H). 4. 03 (s, 3 H) . 6. 18 (s, 1 H) , 

6. 4 2 (d, J =5. 5 Hz, 1H) , 6. 6 0 (s, 1 H) , 6. 6 0 (s. 
1H), 7. 09 (d, J=8. 6Hz, 2 H) , 7. 40 (s, 1 H) , 

7. 45 (d, J=8. 6Hz, 2H), 7. 56 (s. 1 H) , 7. 68 (s, 
1H), 7. 85 (s, 1H), 8. 45 (d, J=5. 5Hz, 1 H) 

UM^tfrM (FD-MS, m/z) :4 7 5 (M + ) 

H»J2 2 4 

N- (2, 3-> ? 7;M-P7x-;t/) -N' - {4- [ (6, 7-i?M b*i/ 
-4-*J 'J;IQ 7x-M 71/7 (2 6 0) 

6, 7-PJ (4-7;;7x; + y) *yj> (5 0mg) £ 

h^x> (5ml) KjQll&J&JBU Mx^7S> (1ml) ^Jd^.^ h 
,J7 *^> (5 5mg) 3^r H 1SD*li8^L^o Rfii>«[lc2, 3-v7 

Jl*a7->)> (5 1ml) «n*, 2 03MDtofc«Lfc o Sfcttfc&ItTk* 

A/7Hrh> (10/1) T'EffitZi' l )J3?JU]7A>?n'?by : 77<-\z& 
0*1$!! U &S®fl:£«-6 0mg, iR$7 9%THrt: 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4' (s, 3 H) , 
3. 95 (s, 3H). 6. 45 (d. J = 4. 9Hz, 1 H) , 7. 02- 
7. 0 8 (m, 1H) , 7. 11-7. 1 9 (m, 1 H) , 7. 2 3 (d, J = 
9. 2 Hz, 2H) . 7. 3 9 (s, 1 H) . 7. 5 2 (s, 1 H) , 7. 5 9 
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(d, J = 9. 2Hz, 2H), 7. 9 4-7. 9 9 (m, 1H), 8. 47 
Cd, J = 4. 9 Hz, 1H) , 8. 7 8 (s, 1 H) , 9. 2 5 (s, 1 H) 
M#0rffi (FD-MS, m/z) :451 (M + ) 

N- (3, 5-Wo7x^) -N' - {4- [ (6, 1_22A 
-A-*J UjIQ *±V\ y^-A} »U7 (2 6 1) 

6, 7-i?/ h + >-4- (4-7 5y7*/*-» +y y> (5 0mg) * 
h;Ux> (5ml) h'JiW;> (lmJ) £flD*.*:& x h 

■J7**y> (55mg) *fln*. N 3»|itt(IDiai«ELfco £ftfcK3, 5—77 
JW ° 7 - 1 ^ (66mg) ^Jo^ 2 0 £Hi!lD*«flE L fc c EJSttfc&H** 

A/74rh> (l 0/1) T-SBB«->y*y;l//7 7A^DT -{c«t 
*>**«U &S©rt:£4&i£4 9m g, JRJ*6 4fcT8fco 

1 H-NMR (DMSO-dg. 5 0 0MHz) : 6 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, 3 = 4. 9Hz, 1 H) , 6. 75- 
6. 83 (m, 1H), 7. 16-7. 26 (m, 4 H) , 7. 39 (s, 1 H) 
. 7. 5 2 (s, 1H) , 7. 5 9 (d, J = 8. 6 Hz, 2H) , 8. 4 7 
(d, J =4. 9 Hz, 1H) , 8. 9 9 (s. 1 H) . 9. 12 (s, 1 H) 

Kfi#0H6 (FD-MS, m/z) :45 1 (M + ) 
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nm&\2 2 6 

N- (2, 3, 6- h TOt£2£=^ ~N' - {4- [(6, 7-->V 
h*->-4 'J;lQ £*>Q 7x-;b} -71x7 (2 6 2) 

6, 7-vM h*->-4- (4-7^7x; + -»+yiJ>(50mg)^ 
h;Ui> (5ml) icj&D&igtfU HJxf-A7£> (1ml) &m*.tz'&, h 
'J7**y:/ (55mg) fcjta*., 3»IHKlDJ»««EL/So R««lc2. 3, 6- 
HJ7;M-o7x«j> (53ml) fcto*, 2 O^HJDJIWWILfc. SlSfcK^ 

n*JlA/7*b> (10/1) T'imtZy >) fifJltl ? A? a-? t? 77 4 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<5 3. 9 3. (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) , 7. 15- 
7. 25 (m. 3H) , 7. 33-7. 44 (m. 2H) . 7. 52 (s. 1 H) 
, 7. 5 9 (d, J =8. 6 Hz, 2H) , 8. 4 1 (s. 1 H) , 8. 4 6 
(d, J =4. 9Hz, 1H) , 9. 18 (s, 1 H) 

M£*rM (FD-MS, m/z) : 4 69 (M + ) 

HWJ2 2 7 

N- (2, 6-v ? 7;U*D7x-;U) -N' - {4- [ (6, l- ! Jt 
-4-*yj;l) 7x^) »7 1/7 (2 6 3) 

6. 7-vV h4>-4- (4-7;;7i; + -» > (5 0mg) £ 

h^x> (5ml) lcJn^»L^ 2, 6-y7;^o7i_;Kvm 
-r (104mg) £in;U 3 0 ^IBBD«aBlE L fc, *FftibS LT^fc^S^ftffiU 
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H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 13- 
7. 2 5 (m, 4H), 7. 2 8-7. 3 8 (m, 1 H) , 7. 3 9 (s, 1 H) 
. 7. 5 2 (s, 1H) , 7. 5 9 (d, J =9. 2Hz, 2H) , 8. 15 
(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) . 9. 09 (s, 1 H) 
nmftVrm (FD-MS, m/z) : 4 5 1 (M + ) 

mm2 2 8 

N- [2, 5-^7, (V V 7 )l*u 7x-;U] -N / - {4- f (6. 

7-j?y -^y t±j/\ 7x_;U} <5lsT (2 6 4) 

6, h + (4-7;;7x;^y) *y »J > (50mg) £ 

h^x> (5ml) KAtfMgflfU MJxf-;l>7$ > (1ml) S-fln;*.^ h 
'J7**y> (55mg) ZUaz., 2&maMMMitz 0 &mnz2, 5-tf* 
(r»j7/U*oy**) 7-»J> (7 9ml) *Jn;U 2 OamtattlttLfe. 

SIt^DD*W7th> (10/1) Tjgg§tS'>'J*y^7A^nv 
h?*57^ -K:«fc*)*f|¥U SjB<D{kM^3 Omg, «*3 2%T?»fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3H) , 
3. 9 5 (s. 3H) , 6. 4 5 (d, J =4. 9 Hz, 1 H) , 7. 2 4 (d. 
J = 9. 2 Hz, 2H) , 7. 4 0 (s, 1 H) , 7. 5 2 (s, 1 H) . 

7. 60-7. 66 (m, 3 H) , 7. 95 (d, J = 7. 9Hz, 1 H) , 

8. 3 8 (s, 1H) , 8. 4 6-8. 5 2 (m, 2H) , 9. 7 0 (s, 1 H) 
Jt*£Ufli (FD-MS, m/z) :55 1 (M + ) 
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HWJ2 2 9 

N- (2, jzll ^->^-^) -N / - {4- [ (6, Izll H*'> 
-4-4V UAQ 7x^;l/} 9U7 (2 6 5) 

6, K*«>-4- (4-7U7x; + y) 4-y II > (5 lmg) £ 

h^x> (5ml) lcjD&®&?U Mlxf-;U7^> (lml) £flO;i£& N h 
•J7*xy> (7 2mg) ZtiQ^ 3£ffim%&Mltz 0 R&m\z2, 
K + ->7-'J> (6 0mg) ttiQA-. HfiffitiQ&MtflltZo Rfomz&mykm 

A/7*h> (10/1) TS«lt-*->y*'y;l/*7A^PVh/77>f-IC«k 
OttMU £S©{b£$!J£4 4mg N JRSp5 3KT?»fco 

! H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 7 4 (s, 3H) , 
3. 80 (s, 3H), 4. 03 (s, 3H) , 4. 05 (s, 3H), 

6. 44-6. 51 (m, 3H). 7. 06 (s, 1H), 7. 12 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 49-7. 51 (m, 3H), 

7. 5 7 (s, 1H) , 7. 8 6 (d, J =8. 6 Hz, 1 H) , 8. 4 8 (d, 
J = 5. 5Hz, 1H) 

M$Mfr* (FD-MS, m/z) : 4 75 (M + ) 

HIS0J2 3O 

N- (2-^dd7x-^) -N' - {4- [ (6, 7-v>V h*»>-4-* 
yj;U) 7x-;i/} 9 1/7 (2 6 6) 

6. 7-^y h*v-4- (4-7U7xy + » +;>J> (52mg) 
hJbx> (5ml) izmm»l1z&s 2-^a7x-MVi/7^-h 
( 0 . 0 5ml) £flD;U 3 0 #H;&D&i8»E Lfc 0 EtfSStt* *;Ua/7 
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* h> (1 0/1) ?gHt S '> 'J *m 7/» ^ d 7 h ^7 7 -(C^fSgJ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : £4. 01 (s, 3H), 
4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H), 7. 14 (d, J = 8. 6Hz, 2H), 
7. 26 (dd, J=7. 3. 7. 9Hz, 1 H) , 7. 31 (d, J = 7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 5 7 (s, 1H) , 7. 5 7 (s. 1H) , 8. 2 4 (d, J =7. 9 Hz, 
1H) , 8. 3 7 (s, 1H) , 8. 5 0 (d, J = 5. 5 Hz, 1 H) 
Mt»*Ht (FD-MS. m/z) :44 9 (M + ) , 45 1 (M + + 2) 

fUfcfll2 3 1 

N- (3-^pd7x-;u) -N / - {4- [ (6, 7->V 
J*))V) 7x~;b) ftU7 (2 6 7) 

6, 7-«;M h*->-4- (4-7;;7xy + ^) ij > (5 2mg) £ 
(5ml) ICjD»*j|PLfc»x 2-^D7x-My-/7^-h 
(0. 05ml) £tia^ 3 0 ftW&MM I tic RfofefcZ tuu 

(1 0/1) T'jg^t*^U^>f^7A^D^h^7>f-(C«k0^S! 
U 7 2 m g N JR$ 9 3 %T$rt:o 

* H — NMR (CDC 1 3 , 5 0 0MHz) : 63. 9 8 (s, 3H) , 
4. 0 3 (s, 3H) . 6. 41 (d, J = 4. 9Hz, 1 H) . 6. 9 9 (d, 
J = 7. 9Hz, 1H), 7. 09 (d, J=8. 5Hz, 2H), 7. 16 
(dd, J = 7. 9Hz. 7. 9Hz, 1 H) . 7. 23 (d, J=8. 6Hz, 
1H) , 7. 3 8 (s, 1H) . 7. 4 2-7. 4 4 (m, 3 H) , 7. 5 6 
(s, 1H), 8. 13 (s, 1H), 8. 14 (s. 1 H) , 8. 44 (d, 
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J = 5. 5Hz, 1H) 
Ktairfc (FD-MS, m/z) :44 9 (M + ) , 451 (M + + 2) 

H&0J2 3 2 

N- (2, h^->7x^l) -N' - {4- [ (6. S*>v 

-4-4VU;U) 7x-;l/} 91/7 (2 6 8) 

6, 7-v>V h ^ > — 4 — (4-7$;7*; + y) +;y> (5 2mg) £ 
h*x> (5ml) lcjQM»»Lx HJx^7^> (1ml) *jDifcft % h 
U7*X>f> (7 4mg) £Jd* x 3^Ja^3fEL/Co Settle 2. 3-i>V 
h**>7xy> (0. 05ml) *Jd^ 1 l&nftMttLfc. SiCtt(Ctai 

*)U,/T*Y> (l 0/1) TS§Bt«'>»J*y;U*5A^avh^7^- 
fc«k&*IMU M©ffc&4&£8 3mg. iR^l 0 0%T-&fc o 

H -NMR (CDC 1 3 , 5 0 0MHz) : 8 3. 7 2 (s. 3H) . 
3. 84 (s, 3H), 4. 02 (s. 3H), 4. 05 (s, 3H), 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 62 (d, J = 7. 9Hz, 1 H) 
. 7. 05 (dd, J=8. 5, 8. 5Hz, 1 H) , 7. 13 (d, J = 

9. 2Hz. 2H), 7. 43 (s. 1 H) , 7. 54 (d, J=8. 6Hz. 
2H) , 7. 5 8 (s, 1H) , 7. 8 5 (d. J =8. 6 Hz, 1 H) . 

7. 88 (s, 1H), 8. 27 (s. 1 H) , 8. 50 (d, J=5. 5Hz, 
1H) 

Mt£tfrtt (FD-MS, m/z) :4 7 5 (M + ) 
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HWJ2 3 3 

N- (4-b Kat^7x^) -N' - {4- [ (6, 7-vV Y*v-A 
Z±Z1M **'>3 2±=M ^7 (2 6 9) 

N- (4-<>y;W+y7x^l/) -N' - {4- [ (6, h + y 

-4- + y V;U) 7x-i) -yb7 (2 2 8mg) £N, N-y7f;b 

*;l/A7S K/#&x^;l/ (1 5m 1/2 Om 1) KigjBU Mxf-;U7S> 
(4ml) ZHax.^ 20%7mit'*?W* (l. l 8g) £7J0;U 
*Bffl*lT£iBTl 5*WHf#Lfco RJSfc*-tr5-f h5«U #tt*«ttLfc 
»»*^DD^W7th> (10/1) TSHtS^'MWa^A* 
ov ^77^ -lc«kt)fl|iJ!U *«©ft&ftl£l 8 8mg. iR$l 0 0%Ti# 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 98 (s, 3 H) , 
3. 99 (s, 3H), 6. 60 (d, J = 5. 5Hz, 1 H) , 6. 68 (d, 
J-8. 6Hz, 2H), 7. 21 (d, J = 8. 5Hz, 2 H) , 7. 22 
(d. J = 8. 5Hz. 2H). 7. 47 (s, 1 H) , 7. 60 (d. J = 
9. 2Hz, 2H), 7. 61 (s, 1 H) , 8. 58 (s, 1 H) , 8. 59 
(s, 1H) , 8. 98 (s, 1H), 9. 03 (s, 1 H) 

nMftVrm (FD-MS, m/z) : 4 3 1 (M + +l) 

fS*W2 3 4 

N- (4-7tFt->7x-^) -N' - {4— [ (6, 7-i^ t^>-4 
-*JV)V) 7x-;l/} frU7 (2 7 0) 

N- (4-t KD*->7*i^) -N' - {4- [ (6, 7-v^y h*i/-4 
-*y"'J;U) 7xa) *U7 (47mg) &m<t**l/> (6ml) 

te*»U Mx**7S> (2ml) *lnil^ (0. 5ml)* 
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ilxf-;l,T2lHiaaiLfc«W«)i«rlSftI«[*Tft^L. ft&k&KBI^' h U CAT? 
l&»Lfco *ffiT***B£U M*^no*W7-bh> (10/1) T- 
Jg§Et 5 ; > 'J ij >f)\,-h ? A * d ^ h ^ 7 * - ic J: t) fl!$5! U Moft^ 
35mg, TO6 8%X-mfz 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 82. 31 (s, 3 H) , 
4. 01 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H) , 7. 0 1 (d, J =8. 6Hz, 2H) . 7. 11 (d, J = 9. 2H 
z. 2H). 7. 26 (brs, 1 H) , 7. 32 (d, J = 9. 2Hz, 2 H) 
, 7. 4 0 (s. 1H) . 7. 4 5 (d, J =9. 2H z, 1 H) , 7. 5 6 
(s, 1H) , 7. 5 6 (brs, 1 H) , 8. 4 6 (d, J =4. 9 Hz, 1 
H) 

JM5Mftt (FD-MS, m/z) :4 7 3 (M + ) 
£Jfefll2 3 5 

N- (3, 4, 5- h 'jy h*->7x^;l/) — N' - (4- [ (6, 7-S*y 
h*i/-4-*y UdQ **vj 7x-;U} OUT (2 7 1) 

6. 7- ! J/ h*^-4- (4-7;y7x; + <» (52mg)^ 
h^x> (5ml) IcJd&&8?U MJxf-^7 5> (1ml) £2n*.fc8U r 
•;7*xy> (66mg) 2»BaW««*Lfco RJ6«IC3. 4, 5- 

h*i/7-U> (7 6mg) fcio*.* 1 9^IBttD«li8«ELfc. RfcttlcftR 

^;uA/7-fe h> (lo/i) -ewmt& i s'v*m>*7MB-7by77 4- 

&m<D4t&®S:l 6mg. JR^8 796T?»fc 0 
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1 H-NMR.(CDC 1 3 , 5 0 0MHz) : <5 3. 81 (s, 6H), 
3. 8 3 (s, 3H) , 4. 0 2 (s, 3H) , 4. 0 5 (s, 3 H) , 

6. 44 (d, J=4. 9Hz, 1 H) . 6. 6 9 (s, 2H) , 7. 1 2 (d, 
J = 9. 2Hz, 2-H) . 7. 41 (s, 1 H) . 7. 41 (b r s, 1 H) , 

7. 48 (d, J=8. 6Hz, 2 H) , 7. 57 (s. 1 H) . 7. 58 (s, 
1H) , 8. 47 (d, J=4. 9Hz, 1 H) 

M&Wtt (FD-MS, m/z) :5 0 5 (M + ) 

HWJ2 3 6 

N- (2, 4-^7Mp7x^;I/) -N' - {4- [ (6, 7-?y K*-> 
zAz±ZJ!M 7*-M frU7 (2 7 2) 

6, h*<>-4- (4-7;y7x; + -» *y »J > (1 0 Omg) 

£h;bx> (10ml) lCjDf»^L^> 2, 4-y'7^tu7x-M V>> 
7*-h (12 0ml) £jD;i N 3 0 ftRMBtt I *: 0 0rtHLT*fc*Sfl*iI 

* H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s. 3H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 03- 
7. 10 (m, 1H) , 7. 2 2 (d, J =9. 2 Hz, 2H) , 7. 2 8- 
7. 3 5 (m, 1H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 5 9 (d, J =9. 2 Hz. 2H) , 8. 0 5-8. 12 (m. 1 H) , 

8. 4 7 (d, J =5. 5Hz. 1H) , 8. 5 2 (s, 1H), 9. 1 5 (s, 
1H) 

MfttfM (FD-MS, m/z) : 4 5 1 (M + ) 
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HWJ2 3 7 

N- (2, 5--^7Mo7x-i) — N' - {4- [ (6, 7-v^ h4-> 
zAzJtHM 7*-^} frU7 (2 7 3) 

6, 7-xV h**>-4- (4-7;;7x; + y)+;ij>(i00mg) 
£h;l>x> (10ml) liJnfcfcJBLrt:^ 2, 5-y7^D7x-;Kv-> 
7*-h (120ml) £flQ*. N 3 O^Hiaillfc««EL/ro ffajLT*fcttft*j| 
3KU h^x>T*^t-5CiCJ:i9^S0{fc^!l^l 3 2 m g, JR$8 1%X* 

X H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 
3. 95 (s. 3H), 6. 46 (d, J = 5. 5Hz, 1 H) , 6. 8 0- 

6. 87 (m, 1H), 7. 23 (d, J=9. 2Hz, 2 H) , 7. 2 7- 

7. 33 (m, 1H), 7. 40 (s, 1 H) , 7. 52 (s, 1 H) . 

7. 59 (d, J=8. 6Hz, 2 H) , 8. 0 3-8. 0 8 (m, 1 H) . 

8. 47 (d, J=5. 5Hz, 1 H) , 8; 78 (s, 1 H) , 9. 2 7 (s, 
1H) 

M£*ftt (FD-MS. m/z) :45 1 (M + ) 
HS60J2 3 8 

N- (4-7;;-2-^do7x^) -W - {4- [ (6, h 
*>-4-*7 'J;U) 7x^;b) frl/7 (2 7 4) 

N- (4-?DD-3--hD7x-^) -N' - {4- [ (6, 7 - h 
+ i/-4- + yj;b) 7x^jH £1/7 (1 5 Omg) £*oo*;l,A 

/y^y-;U/7j< (1 Oml/1 3m 1 /3m 1) lc»fl?U f-*JW^- HJ? 
^ (5 0 1mg) £flD;i> 6 0^KT5 0#&0JK#Lfc o * d d*;uat-2Ih1«I 
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»H£S*U &MZ9Ba*Jl>J*/7*h> (10/1) T*mmtZ ; y U iif 
fr*? J»i? a-? b?77 4 -lz±t)mU mm<D4t&®Z4 8mg, iR*3 4 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 6 3. 9 4 (s, 3H) , 
3. 94 (s, 3H), 5. 14 (b r s, 2H), 6. 43 (d. 3=4. 9 
Hz, 1H), 6. 51 (m, 1 H) . 6. 65 (d, J=2. 5Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H), 7. 38 (s. 1H), 7. 48 (d. 
J = 8. 6Hz, 1H), 7. 51 (s, 1 H) , 7. 56 (d, J=8. 5H 
z, 2H) , 7. 8 3 (s, 1H) , 8. 4 5 (d, J = 5. 5 Hz, 1 H) , 
9. 10 (s, 1H) 
M#*HI (FD-MS, m/z) : 4 6 4 (M + ) ,4 6 6 (M + +2) 

HJ60J2 3 9 

N- {4- [(6, 7-^h^>-4-ty'J^) t4->] 7x-;b} - 
N' - [2-xh^i/^;b^;t.7x-JU] (2 7 5) 

6, 7-i>V h+v-4- (4-7^7x; + -» (1 OOmg) 

£h;Ux> (10ml) lnfln&fcJBU h'Jx*-Jl/7S> (lml) £to;LfcflU 
h»J7*xy> (lOOmg) fcftuu 2^EIJP«l«*LA:o KffcfcKx^U- 
2-7;M>yx-h (84mg) *Jn;U 2 B*HHid*W« L fco RJ6«fc& 

D*W7tF> (1 0/1) Tggit«v/»My^5A^D^h^77>f 

1 H~NMR (DMSO-dg. 90MHz) :<51. 37 (t, J=7Hz, 
3H), 3. 94 (s, 3H), 3. 94 (s, 3 H) , 4. 38 (q, J = 7 
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Hz, 2H), 6. 4 7 (d. J=5Hz. 1H), 7. 1-8. 1 (m. 9 H) 
, 8. 38 (d, J=9Hz, 1H), 8. 47 (d, J=5Hz, 1H), 
9. 92 (s, 1H) , 10. 10 (s, 1H) 
WHWrtt (FD-MS, m/z) : 4 8 7 (M + ) 

HJ60J2 4O 

N- yLz£f2i±*Z*£^k> ~ N ' ~ (4- [ (6, 7-y/h4y-4 
-*yj;l/) 7x-;U) frU7 (2 7 6) 

6, h + y-4- (4-7^7x; + i/)+;'J> (1 3 lmg) 

£h;bx> (13ml) Kjtin&&a?U Mx^7^> (2. 6ml) £iD;i 
fcft> b*)7*xf> (152mg) £lJD;L 2^aolfeilifELfco KJSftfc2 
-^f-;l/^*7-U > (0. 11ml) £2j0;u 1 0#Fa1to&33fel*:o 
K&gfcK^ h 'J ^A7K^^JD^> ^nD^;l/A-e211J4ttJL/c^WtSl ; £-t& 

£?nn*)ii*/7*h> (4/i) -eggats^'My^^A^Dv vr? 

^H-NMR (DMSO — dg, 5 0 0MHz) :<52. 5 0 (s, 3 H) , 
4. 00 (s, 3H), 4. 00 (s, 3H) , 6. 51 (d, J=5. 5Hz, 
1H) , 7. 0 8-7. 15 (m, 1 H) , 7. 2 5-7. 3 5 (m, 3H) , 
7. 45 (s. 1H), 7. 48 (d, J-7. 9Hz, 1 H) , 7. 58 (s, 
1H), 7. 67 (d. J = 8. 5Hz, 2H). 7. 99 (d, J = 7. 9H 
z. 1H), 8. 24 (s, 1H). 8. 53 (d, J = 5. 5Hz. 1 H) , 
9. 61 (s, 1H) 

!Sfi5rM (FD-MS, m/z) :461 (M + ) 
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mfoW2 4 1 

N- [3, 5-b"X Ch'J7^o^f-;U) 7x>^] -N / - {4- [ (6. 
1- : J* »J;b) 7x_;U} frU7 (2 7 7) 

6. 7-^y b*is-4- (4-7;y7x;+-» *V H > (5 0mg) £ 
bJULy (5ml) lc;M&8?U h U xf-;|,7 $ > (1ml) £1}QZ-t:'&, h 
'J7**y> (55mg) £](!D;U 3^P B miiiML^o £f£«:3, 

(h'j7^D^5 i ;b) 7-u> (ii6mg) ztu^ 2o$r$iximmmitzo 

g5&£?oo*;W,/7-bh> (10/1) «t5y^W7A^D7 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 63. 9 3 (s, 3 H) , 
3. 94 (s. 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d, 
J = 9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (d, J = 9. 2H 
z. 2H), 7. 62 (d, J=9. 2Hz, 2H), 7. 64 (s, 1 H) , 

8. 15 (s, J=5. 5Hz, 2H), 9. 1 3 (s. 1H), 

9. 43 (s, 1H) 

©fi##Hi (FD-MS, m/z) : 5 5 1 (M + ) 

^£#12 4 2 

N- (3-^ DD7°Db , ;U) -N / - (4- C (6, 7-xV h^>-4-* 
7 U;lQ 7x-;b) 9U7 (2 7 8) 

6. 7-v>7 h + >-4- (4-7;;7x; + -» *y ■; > (5 0mg) £ 
twt/X> (5ml) iztnmgmi^ HJx^7S> (1ml) ^rJJO^fc^ h 
'J7**y> (55mg) ^JdA> 3^SDlfe«^Lfco Sfcfcl;: 3 - * d o 7° 
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nb°;U7-'j> (6 6mg) £7)D^ 2 0 ftf&ftQ&MWi L tz 0 SJ&ttfcftft** 

A/74? h > (1 0X1) T-Jg^t S v/ ') y 7A^D7hy77-f-|:i 
DffiMU &ROft£to*2 6mg, iR3*3 7%T^fe 0 

1 H-NMR (DMSO-d 6 , 5 00MHz) : 51. 87-1. 94 (m. 
2H), 3. 2 0-3. 2 7 (m, 2 H) , 3. 69 (t, J=6. 1Hz, 2 
H) , 3. 9 3 (s, 3H) , 3. 9 4 (s, 3 H) , 6. 2 9 (t, J = 
6. 1Hz, 1H), 6. 41 (d, J=5. 5Hz, 1 H) , 7. 14 (d, 
J =9. 2 Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 5 0-7. 5 5 (m, 3 
H) , 8. 4 6 (d, J =4. 9 Hz, 1H) , 8. 6 1 (s, 1 H) 

M£$f*£ (FD-MS-, m/z) :415 (M + ) 

HJ60I2 4 3 

N- {5- [2- (4-7;M-p) 7x7^'>] -WJA,) -N / - {4- 
[ (6, ZnEI t±kzAz±Z 1^2 7 »U7 (2 7 9) 

6. l-i?* h + i/-4- (4-7;;7x; + >» +y U > (5 3mg) £ 
h^x> (5ml) MnimmU h*)x.*)l>7i> (1ml) SrflD*.*:^ h 
VytXfy (58mg) £flQ;i N 4^P a m^S^L/Co 5JCttfc5-7Sy- 
2- (4-7;M-o) 7xy*i/t°U->> (95mg) fcfttfL 1 9£P B %D&iI 
tLfco S^Jw^KtK*^ h 'J 7A7tt§&£tD/U #&x*A,-e2I§H4ttJLrt: 

S±U mm&9uu*)lJ»/7*h> (10/1) "egR3t<5^y*y;U*7 
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1 H-NMR (DMSO-dg. 5 0 0MHz) : 6 3. 9 4 (s, 3 H) . 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 5. 5 Hz, 1 H) , 7. 0 1 (d. 
J=8. 5Hz, 1H), 7. 12-7. 24 (m, 6H), 7. 38 (s, 1 
H) , 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 
8. 01 (d, J-8. 6Hz, 1H), 8. 19 (d, J = 2. 4Hz, 1 H) 
, 8. 4 6 (d, J =4. 9Hz, 1H) , 8. 7 7 (s, 1 H) , 8. 8 9 
(s. 1H) 

3f*#ffli (FD-MS, m/z) :52 6 (M + ) 
^Jfe#J2 4 4 

N- {4- [(6, 7- : Jt h*->-4-*7 'J;LQ *±i/) 7i-;t) - 
N' - (3-SM»;U7$ y7jL^;U) frl/7 (2 8 0) 

6, 7-i^ h+i/-4- (4-7;;7x; + y)+yj> (5 2mg) £ 
h^x> (5ml) ICjDlft^j|?L> MJx*;U7S> (lml) £;&D;ifc& % h 
l>7**y> (5 5mg) £Jd;L % 3fi®1JQ&&ffiltz 0 RjmiZ 3 - i? / * Jl 
7i y7-'J> (6 9mg) *Jd^' 125»MHlMIMI*Lfc. RHftKftlfc** 

A/7-feh> (10/1) TgHi-r*i/'J*y;U/77A^D^hr57^-cJ: 
£8®fl;&#j£7 2mg. JR$8 9%T*i#7t 0 
1 H-NMR (CDC 1 g, 5 0 0MHz) : 6 2. 92 (s, 6H) , 
4. 01 (s, 3H), 4. 03 (s. 3H), 6. 41 (d. J = 4. 9Hz, 
1H), 6. 48 (d. J = 8. 6Hz, 1 H) , 6. 56 (d. J = 9. 2H 
z. 1H). 6. 88 (s, 1H), 7. 08 (d. J = 9. 2Hz, 2 H) , 
7. 14 (dd, J=7. 9, 8. 5Hz, 1H), 7. 35 (s, 1 H) , 
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7. 41 (s, 1H), 7. 45 (d, J = 9. 2Hz, 2H), 7. 55 (s, 
1H), 7. 67 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) 

Matfr* (FD-MS, m/2) :4 5 8 (M + ) 

H»J2 4 5 

N- (2-b Kat'>7x-^) -N' - (4- [ (6. 7-^K^-4 
Z±/JIA1J^±1 Z±=M (2 8 1) 

6, 7-5*y h**>-4- (4-7 5/7xy*-» *y >J> (1 0 5mg) 
*h;Wx> (10ml) tcfln*&£$U HJx*;U7 5> (2ml) *Jo*fcfc % 
M7*xy> C118mg) £Jo;i> 2»,IIILfc 0 KlCfcfc2-7$ 

;7x;-^(77mg) *ini^ l o#P^jn&jBafel/co KJCttic^JaMc*^ 

Wl^ilU &E<D{b£«3£8 6mg, W5 6%7ifco 

1 H-NMR (DMSO-dg. 5 0 0MHz) :<53. 94 (s, 3H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d, J = 4. 9 Hz, 1 H) , 6. 7 3- 
6. 88 (m, 3H), 7. 20 (d, J = 8. 6Hz, 2H), 7. 39 (s, 
1H) , 7. 5 2 (s, 1H) , 7. 5 9 (d. J = 8. 6 Hz, 2H) , 

8. 0 3-8. 0 8 (m, 1 H) , 8. 19 (s. 1 H) , 8. 4 7 (d. J = 
5. 5 Hz, 1H) , 9. 4 6 (s, 1 H) , 9. 9 5 (s, 1 H) 

MbWftt(FD-MS, m/z) :43 1 (M + ) 
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HWJ2 4 6 

N- (3-b Kp^->7x-^) -N' - {4- [ (6, 7-^ht^-4 
z±ZJUkl t±jd 7 VlsT (2 8 2) 

6, h*->-4- (4-7^7x;^y) +y 'J > (1 i 5m g ) 

«rh^i> (12ml) KflQfcfcjBU h'Jxf-;I,7$> (2ml) *jD*.fc*U 
M?**y> (113mg) £JD;U 2^IBftlllMI«Lfco EJ6*fc3-7 5 
77x;-^ (73rag) £2ra;i> 1 0#m&£#Et£o fijettir^ifaK*^ 

7f>&5i§ U 9 5 m g N W6 0 %T-»fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s. 3 H) , 

3. 95 (s, 3H). 6. 3 5-6. 42 (m, 1 H) , 6. 44 (d, J = 

4. 9Hz, 1H) , 6. 7 7-6. 8 5 (m, 1 H) , 6. 9 8-7. 0 8 
(m, 2H) , 7. 20 (d, J = 8. 6Hz, 2 H) , 7. 3 9 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d, J = 8. 6Hz, 2H) , 8. 47 (d, 
J = 4. 9Hz, 1H), 8. 57 (s, 1 H) . 8. 73 (s, 1 H) , 

9. 31 (s, 1H) 
MaWtt (FD-MS, m/z) :431 (M + ) 

H&0J2 4 7 

N- (3-l:Ko^->W^I/7x-;l/) -N' - {4- [ (6, 

)±±zAz±2JL=M t±kl Z±=Hd ^ l/7 (2 8 3) 
UttWl 9 7-?»fcN- (3-xh*i/a;M?-;U7x.=.;t/) -N' - {4- 
[(6, 7->>> h*->-4 - + yj-;U) 7x-;l/} >7U7(19 0 

mg) (3ml) lc»»U 3 5 JtiMlft* U * (5ml) 
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3 8%Ti#fc 0 

* H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H). 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 38-7. 65 (m, 7 H) . 8. 13 (s. 
1H) , 8. 4 6 (d, J =4. 9 Hz. 1 H) , 8. 8 8 (s, 1H), 
8. 97 (s. 1H) 
M##fffi (FD-MS, m/z) :4 5 9 (M + ) 
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•>-k'>^i4(Nephron, 22. 454 (1978)) izX^rmW^U^ltz 0 Ctl^ 
10%*^ffjfitfj| (KIT, FCS £B&*) ^^t^RPMI 1640 igiffi (£(T> i£ife£Bi& 

2 PDGFggtt n 5 tj >jgftiamft: ffl(DM 
^^>^^A«^2 4^¥JS^P-h(c}faL, 10%FCS Z$VmM£T2 

£Bfc£U g#l£«£500 #1 ©ig^Tft#& N 0. lKS->jfoj»7;l,7 5 
> (OT> BSAiBSf) *dfctttt$2 5 0i l*flDl*: 0 
K (OT. DMS OiBSt) 1. 3 8^1 

*iiMS?BB^ CETK PDGF-BB «*) £0.1% BStt&tfftttfc:tt||*«. 
C*i^«ft*<5 Ong/nil c!:^5«J:9{c#^i;Hc2 5 # lfoj&taU 37^ 
Tl oam^ h Lfco tttt«ft£U 5 0 0 /i l o y >Sfcjgffi£g& 

^* CpH7. 4) cot. pbs mt) -ewmzm*. frntz^mjasm 

(IX Triton X100 > 2oM *)l I ><•)■ *J MQfr h »; $ A x ImM u>c; T ? >4 
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mst 2+ b »j * a cot. mnmt) b u x^^s^tK (p h 7. 
*®mmz wok* hj * a cot, sds k >j x^s* 

PDCF-BB ©Milage 'J >®tffc£gtffcPDGF£§# : ftl 8 OKDa ) 

> Ffcx > h y - * - dT^ft U MdZ&i Ui^^x Wcfctf S 
PDGF-BB i§§>!BIiC <t -5 PDGF^^^O g B <; 1 0 0%> |g#lfcck tfPDGF-B 

>IMfc5 0«IBfF«K (I C 50 ) **ltiLfco 

*5fei»©^^«i©pwFs§(*@By >iMfc5 o%mmm& ( i c 50 ) t* 1 o o 
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(2 3 6) 
(23 7) 
(2 38) 
(23 9) 
(240) 
(241) 
(2 4 2) 
(2 4 3) 
(24 4) 
(2 4 5) 
(2 4 6) 
(24 7) 
(24 8) 
(249) 
(2 5 0) 
(251) 
(253) 



0. 003 
0. 004 
0. 009 
0. 08 7 
0. 047 
0. 0 1 1 
0. 073 
0. 055 
0. 037 
0. 0 34 
0. 0 1 9 
0. 0 1 8 
0. 0 1 3 
0. 024 
0. 0 4 3 
0. 055 
0. 0 75 
0. 0 1 6 
0. 005 
0. 1 5 
0. 0 1 8 
0. 0 1 8 
0. 0 1 4 
0. 0 09 
0. 006 
0. 0 1 3 
0. 009 
0. 063 
0. 041 
0. 017 
0. 0 36 
0. 007 
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(25 4) 


0. 007 


(2 5 5) 


0. 0 1 5 


(2 5 6) 


0. 004 


(2 5 7) 


0. 007 


(25 8) 


0. 007 


(2 5 9) 


0. 005 


(2 6 0) 


0. 002 


(261) 


0. 0 1 0 


(2 6 2) 


0. 002 


(26 3) 


0. 0 04 


(2 6 5) 


0. 005 


(2 6 6) 


0. 001 


(26 7) 


0. 1 5 


(2 6 8) 


0. 007 


(2 6 9) 


0. 008 


(2 7 0) 


0. 006 


(271) 


0. 0 04 


(2 72) 


0. 003 


(2 7 3) 


0. 005 


(27 4) 


0. 036 


(2 7 6) 


0. 0 05 


(2 7 8) 


0. 003 


(2 7 9) 


0. 029 


(281) 


0. 012 


(2 8 2) 


0. 008 


(2 8 3) 


0. 002 


(2 88) 


0. 024 


(2 8 9) 


0. 032 


(2 9 0) 


0. 055 
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lS6EO«tt fistar-Kyoto 5y h (7aifr) (B*f-+-*X!M-tfcfr 
£>A^) ) £ffl^fc 0 R77 hThyl. ll:^t5t;^D-t^T'i5 
OX-7 CPathol.Int..45.409(1995)*fflOT»S!!Lfc) £1. 2mg/kg©fflg 

ffiZit, OX-7&4gB<£«9 lB2(ek 8Blffl**^P»5Lfco 

jWL < <C5 9 B Sic 7 * h*x— f 4/Jfl»TT?»*IU L**v U 

0 : *3*«:rtlcWkH«*B»ttV> 

1 : ft&Wftiz 2 5 MaT0«ftf§££S«> -5 

2 : ^ iw 2 5 - 5 0 %®mtm$L*m& $ 

3 : #i*#F*J H50-75 K©«fl#ig£B& 5 

4 : 7 5-1 0 0 KOKflM&Bft* 



WO 97/17329 



PCT/JP96/03229 



214 

1 Omg/kg 1 1. 7 P< 0. 0 5 

3 Omg/kg 1 0. 2 P<0. 0 5 

1 0 Omg/kg 1 3. 7 P< 0. 0 1 



i <t&mm^4 zoit&vaowz&ibimMm cp 3 8 8) izm^tmrn 

^"^Xfijfii^itellSP3 8 8« (ATCC^bA^) ^lxi 0 6 ®m.&filz 
mmitzCDF (B*SLCtt^A^) ©Myrtle 9 B^SB, 

1 0 0mg/kg<i:4^5J;9lc^l:^^4L/c<t »l:*fLt 

1 3 0%<Dm$t%)Mki)<mibi>nfr o 



2 ^b^#^4 3g)<t:^Obh/'J^— Tim (GL0 7) icfrhi-attBi 
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■W*»*Tx£U ffiiittamiJ$ (TGIR) = (l-Tx/Cx) x 

womtmzTxtu mmmmm ctg i r) = u-tx/cx) 
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(TG I RH) 


(44) 


78 


(45) 


68 


(52) 


86 


(56) 


5 2 


(57) 


6 4 


(58) 


5 7 


(59) 


8 2 


(165) 


7 0 


(16 8) 


56 


(173) 


5 4 


(190) 


50 


(191) 


50 


(194) 


59 


(2 2 5) 


58 


(22 7) 


78 


(22 9) 


81 




7 Q 


(2 3 6) 


84 


(2 3 7) 


74 


(24 2) 


62 


(244) 


7 3 


(254) 


85 
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(2 5 5) 8 6 

(2 6 0) 5 2 

(2 62) 8 7 

(2 64) 6 3 

(2 6 7) 6 5 

(2 7 2) 84 



a^) zt-v-rvxiz&mL mm#m&i o o«hd 3 itc/^fcteM 

®M^S(©¥^l^-{r/j:SJ;9^1^4Ef-'o[i^y^tx 1 0 Oog/kg 

<t & & 9 ic&satt&^ *f muk 9 a mm b > - a -isi8t&i*j&4 

L£ 0 Ctlb©M^5ilWJ^ (TGIB) <D&%Z%4B:^to 

mmm m (tgir^) 

(4 3) (58) 

COL-1 colon 68 74 

St-4 stomach 78 86 

L-2 7 lung 8 3 96 
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-S¥9-10E©ilttDBA/l j N Crjv^x (9ill*) (B*^ + -^X 
^-tt^bA^) £ffl^*: 0 5iDlcD^v^ill!r I 7-y>0. 3%^£*gft 
(K-4 1, 37~f>aii^) > 1 5mg<7)Mycobacterium tuberculosis 
H3 7Ra (Difco Labs. ri^A^) N 2. 5n)l©£g&il&fc £#7. 5ml© 
^7D^f>K7ya/<>K (Difco Labs. ^^A^) Hi7^5> s >$| 

ti5&£^# L /Co ^^7t-^iDMSO ZttWtl 1 0 K£t?£3£ 

7/10 7 0 

1 Omg/kg 1/9 11 

lOOmg/kg 0/10 0 
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ft * O (e ffi 



1. W#CH©Ja& % 

(a) XliOSfciiST&tK Qte. 

* (ID : 



mill, 2*fctt3Tf*t)s R 3 liffljgijKCN N 0 H N ^0$-"^ 
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a cm ) 




i (R3> (no 



C 1 -C 4 7;U3*->-e*t)> Y N 2{i|5)^{;^/c(i{igij{cN*^{iCHT-^-5] 
« (IV) : 




A (Rs'Jm 



(IV) 



(b) XfiO. St-fcttCHgTfctK Q(i> 
£ (V) : 



^5 
1 0 



A 



(V) 



5 1 

(C 3~ C 10 ) 7;l/+;k C 1 -C 4 7^3*^*;u#i;k 7x-jkt7 
f-Jk 7>J;k ^x-;k frttzltC 2 -C 4 7i/;U 
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fl©HJBRS;©'\T p 7 'J - S l^li 9 - £ fc tt 1 0 - ^©SBH&CD'Kf n 7 
U-;UgT*<9> AT^£*l3C*lb©7;M^Ug % 7 'J-;bS^/c|i/\xn 
7'J-;l*li, CN, NO^ OH, NH 2 , />oy> % Cj-C^M^k 

W CC 3 -C 1 Q ) 7;u+;k C 1 -c 4 7^a*s/, c 1 -c 4 7;U3*-> 
#;kt*^;k C 1 -C 5 7->;k C j - C g 7 >n4--X Cj-C^b+l/^ 
c 1 -e 4 7;U4-;U7iy> (Cj-c^M^io 7$A 

C0 2 H, ,CONH 2 , N- (C 1 -C 4 7;b+;b) 7$ KV N, 
CC 1 -C 4 7;U+;U) 7$ K> C 2 -C 4 7^*^75 K N h'J7;^D^f 

7xiW, ISS7xi;l/ft> 7x-jb (C 1 -C 4 7;l/+;b) N 
M&7 (C 2 - c 4 7;u*;u) > tr 'J >>;k t 6 ? t? »j $ >^;k 
fU^O-JK fogv^K tXU^;k tX7^_;K ^^tXy-^^ 

C 2 -C 4 7->^bii^$tl^l-5®©1^5^LT^Tt«k< N BfcU 
0, S s NH, NCN, NR 6 ^/c(iNOR 6 CCT, R 6 MX j - C g 7;l> 

2. Wa<N©ig£ N XttO N St fcttCH 2 T-*t), QIU 
5$ (V) : 
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o 

2. 5£ (I) *k W^CHT&0> X^O£/;tiST'&0, (II) > 

a. an ) ^/c^ (iv) -ZTfiZtiz, mxmiKizm®*; y >st£#fc«fctf 

3. 5S (I) 4\ W^CH^t). X^OT£*K Q*<^ (II) > £ (III ) 
ttzltt (IV) T*£ft£v !i£^lfwf5iB©*y 'J >^$#fcJ;tf-?-ftS>©ll 

4. $> (I) 4\ X^'O, StfcttCHgT*^ QJ><3. (V) T**Stt£> 

5. £ (I) +> R 1 fc«kO J R 2 ^WJ{cC 1 -C 5 7;u*^T* > t)> Qrt< 
it (V) K (V) j fc«fctfkj&*0"e&tK BB, 0, S. NOR g (Z.Z 

6. 3$ (I) «K R 1 fc«k^R 2 ^WJlwC 1 -C 5 7;b+;bT*t). Q*< 

5$ (v) (v) <k j*<OT?*e>*ok*<n?*sa\ 

NCN. NRgt^ttNORg (CCT> RgliC J - C g 7;U*;l/T&5) T 

*«] im>$*i£> ice*©*/ y >^?#fc£tfic*^/y >si» 

7. £ (I) * % R 1 ^«kc;R 2 *WJ{wC 1 -C 5 7;U+^T*t), Q# 
£ (V) DS; (V) jfc£tfk#it>lclT'**K R 5 *<ffl»Jlc*$$fctt 
yf-;l/T-*0> Bt*> 0. S N NH N NCN n NRgSfcttNORg (c;t\ 
R e teC . - C C 7^*^T'*5) Tfc*] T*^fc£tt^ 1 lc|E«©+ 
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8. 55; (VI) : 



o 




(VI) 



^■C*0n Ali>?-;k xf-;K 7d tf;k -fV^otX 7^;k -f v ~fi- ;k 
s-y?-;k t-y^;k -S>*;k -fVOf^k o'Of-jk i/^D^ 
*->;k i^o^y^k 7x-;k ^7^;k 7'j;k ?-i-Jk brysw* 
fctef'J $ *=jt/?*& % AT-$fc3ftSC*l£CD7;Mr;Ug N 7tf-;t**fc 
li'\T-D7'J-;bS{i N 7;k*o N Jdd, 3- H\ ->7A t Kn + 

- hD, 7$ A ^3^7$ A y^f;l/7i A i>xf-;b7 ^ A v?7*d 
tVU7S A : Jzff-)lTi ; N MJ7;M-oyf-;k yf-;k x^;k ^DkX 
-fv^Dt°;k T^k -fVT^k s-7?-;k t-7**;k />*i/ N xh 
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WttCH*fcttNT*») N jttOT?*t>frokttlT*3:K 
j liltit) i^k tt 0 T* R j feitfR 2 li«J<c C 1 - C TJl*JlT" 
Rg^TK^t/clSy^^T^^s Aii^^;k x?-;k 7o t°;k <4V? 
Df;k /f;k -fv7f-;k s-7*;k t-7>;k ^>f-;k -fvOf 
;k ->*D^>?-,k ->^ D -s4-v/;K ^D^y*,k 7x-;K *:7*;k 

$A >'xW;A 9?u\>A,7iJs 91+A,TiJ^ V*)7A,*u* + 
;k y^;k xf^ ^DtX -Cv^DtVk 7^;k *fv:r*;k s-7f- 
>k t-y^;k * h + ^ xh*>>. ^n^k ^vyD^y^j^h 

+^?»«R*nsi-5fl©mia**LTi>Tt>«k^] Testis* y y 
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K«K WttCH*fctiN"T?**K R j tfcliR 2 tiflSiJfcC j - C g 7-Mr 

C j -C 4 7^^-;k S/^cOfjk ->^D«^+i/;l/ % ^o^^k 
C 1 -c 4 7;i/3*S/*;U!K— ;k 7x-;k i-yf-JK 7'J;k f-x^.;b N < 
>V-Ok 7-fefJk f'Jv^k tf'JSv^k b'DU^ txy i?z;K 

7;U+;US. 7'J-;l/S^fc(i-\xD7'J-;USliv ^oy>, v7A C0 2 
H. CONH 2 , t Kd*S/ n -hn, 7i A C x - C 4 7;Mr;U7 S A v 

- (C 1 -c 4 7;u+;u) 7$ A -c 5 7*>o*s/ N c 1 -c 5 7i/;k 
C 1 -C 4 7;U+;bf-^s F'j7^Dyf;k C 1 -C g 7^*;k C-- 
C 4 7^n + i/jk C 1 -C 4 7^=J + ^77;b*-;k N-.(C 1 -C 4 7;b* 
7i h\ N, N-v- (C 1 -C 4 7;U+^) 7i H\ C 2 ~ C 4 7 )V* Jl 

t c 'JS?;k t°5^-;k fj$i?-;k ey^-;k *AJ;k £fcl**:>-7 
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H s NCN N NR g £fc(2N OR g (CCT\ Rgttyf-AO T&S] TgfrS 
11. a (IX) : 




u Id 
C i _ C 4 7JHr— ;U» >^o^>^;K o^* >A\ >^o^y?-;k 

>vV;k 7H?^;k trysts tTU5S?-;k t°D'j^^ N t°^u^-;K 

7^+;bg N 7'J-;UStfcli^f-o7-y-^Sttx ^n^>, v7 J ^ C0 2 
H N CONH 2 , t Kn*-> N j2ho„ 7S A C 1 - C 7Jb*^7 $ 7, 9 
- (C 1 -C 4 7^U) 7$A C 1 -C 5 7S/d*->, C 1 -C 5 7S/A, 

C 4 7^3*5/;k C 1 -C 4 7^n**>*^5K-;k N- (Cj-C^** 
7$ K\ N, N-v- (C 1 -C 4 7^;b) 71 K\ Cg-C 7*+* 
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tfjy>;k tr»j5-^-;K *yj;k ifcii^H-y 

l 2. 5C (vi) * N w*<cht?*^ »#E8 KfSiSe>*y y ^fnwwsj; 
l 3. a (vii ) ^ w*<CH-e*5> s»*S9J-satt©*y 'J >gf$ft:fc 

14. (VIII) W*<CH-C*^ Wmi >J >S§## 

1 5. (IX) «£> W**CHT**n ft^l 1 kieis©*/ >; >S5**#fc 
1 6. 35 (X) : 




(X) 
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K«K W{iCH4fcJiNT*t>> R j £fctfR 2 fcTOJKC x - C 5 7;!/* 
JlT'&O, R 5 ttffi%Hz7km£t:tt/ ?)IT~$>0, Alt C x - C g 7;M^k •> 
?o^>^;K v/^d-n+J/;^ v/^o^^f-;^ 7»;;K C x - C 4 7;lo4- 

®7Jl*jm, *fcli7'J-;l*tt % OH, C0 2 H> 7;M"d n ?o D> 7d 
* % 3- K % -ho N 7;7, (C 1 -C 4 7;b^;b) 7; A if l/>y 

^oy^k C 1 -c 4 7;b+;k C 1 -C 4 7;u=+^ h°'Ji?;k £/ctt7 
17. 5£ (XI) : * 




[5frk WliCH2fcliNT**K R 1 *fcJ±R 2 liffl»JicC 1 -C 5 7^+ 
^T-**3 N R 5 lifflSiJ{c*^^ttyf-^-e*t)N AliC 1 -c 5 7;u+;k •> 
^o^>^;k ->^a^4-v/;K i/^D^f;k 7'J;k C 1 -C 4 7;Un + 

©7;U+>»Ug % *fctt7'J-;USli, OH, C0 2 H, 7;M- Ds *do x t*q 
*n -hOs 7$ A -7- (C, -C ,7;l/*;l0 7$ A 
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*ny*;K C 1 -C 4 7^+;k C x - C 4 7;!^*;/, fj^k £*:(i7 

18. ^ (I) ck W^CHTfc^ X^Of*^ RjU.t^R^^H 
tc/^-e&J^ Q#j* (V) K (V) cK jfcJ;yk^i@SiJliO*/cmT- 

*«>;k i^D^T^k 7D;k C 1 -C 4 7^r? + ->^7^^-;k 7l -Jk 
^-75^;k <>vV;UT&tu ATgfr3*i£cti£<D7;M^g N 7U-;i* 
*^(i^xD7';-^S{i, 0 H> C0 2 H, ?Jl*a^ tuu^ 7d* n g- 
h\ -hD, 7i A (C 1 -C 4 7^;b) 7^ A x^U>^4»> N 
7-feh + i/ N C x -C 4 7^n + i/^;U^-;K h'J7;M-Dy* 

)l - ? 1 -c 4 7**^ C 1 -C 4 7;U3+i/ > t e 'Jv>;k ^Ji7x-;^ 
bgft£ft*l~5i®0g&g££LTUT&ck<, Bii. 0, S. NH N NC 

19. 5£ (I) * N W^CHT*!9x R 1 > R 2 *<i fcliy- 

20. 6, 7->7 h+i/-4- (2-y h + y7x^i/) >J>, 6, 
7-^^i/-4 - (3-/- h*v/7xy*-/) *y U 6, 7-v>^ 
v/-4- (4-y h + ->7xy + -» *y 4- (3-7;M-D7xy*>0 

-6, h*S/*yy> N 4- (3-tKo+->7xy*«» -6. 7- 

V* Y*'s*J 'J>, 4- (4-7'at7xy*^) -6, 7-i>V h*<>*y 
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'J>x4-(3, 4-^h + y7x;*-» - 6, 7 - Vi h + i/* J y > N 

S/-4- (2-*7?;W*S/) *y <J> N 6, 7-vV h + ->-4- (5-> 
h*->-l-*7^;M-*>0 6, 7-->V h + ->-4- (6-> h 

**>-2-*7?-;M-*» +y >j 6, 7-xV b*->-4- (7-y 
•>-2-*7**;*-*J0 *y >j > N 6 , 7->V h*->-4- (5-*y 

6, 7-v>v h+v-4- (6-+y !*;i*-*so +y;>, 

4- (4— f >KUA**S/) -6, h + ^+y U> N 4- 

K»J^**5/) -6, 7-^K^yij>, 6, 7-^n + >-4-(3 
-y h + y7x-W) *y ';>$fcti6. 7-yy h + y-4- (4-y h 
*^7xiAfi) *^y>^6«R*ti* v lt*IllcE«iOS (I) -cfcfc 

2 1. (4-n-7*?-^7*-;l,) {4- [(6, 7-^h + y-4-+ 
>'J^) t + >>] 7x-;H (4-t-7>;U7x^;l/) {4 - 

[(6, 7-^ h+->-4-+;'i^) t+i/] 7x^M (4- 
F'j7Mo^f^7x^) {4- [(6, 7-yy^y-4- + ;iJA) 
t^]7i^)y^^ (4-t-7f;b7x_;b) { 4 _ [(6> 7 _ 
h+i/-4-4-^y*'J-^) 7x-;i<} ( 4 _ t _y^ 

A7i - ; W {4- [(6, 7-i?/ h*->-4-*y"J^) 7x-;H 
^^>N-{4-[(6, 7-^y b*->-4-*y «J*) **S/) 7n 
M -^D^f>Mm; h\ N- {4- [ (6. h*i/-4 
-*y>J;b) *W] 7x-;b) - (4--ho7x^) 2?;M?*tJ-$ K N N 
- <4- [ (6. 7-i?t h*i/-4-*yj;b) 7x-i) - (n, 

N-^y^;b7$y7*-;U) fc^MfcHK K\ N- {4- [ (6, 7-^y h 
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h\ N — {A — [ (6, 1-V>* Y* : s-A-*J U;U) 7x-;U} 

- (4-n-^7x_A) h\ N- {4- [ (6, 7-x> h 
*S/-4-*yy^) 7x-;H - (4-^h*J/7*iA) ft**** 
tH K> N- {4- [ (6, 7-5>y l> + y-4-*y'J^) 

- (4-^d*7x^) *A.jK*-y-$ h\ N— {4- [ (6, 

-4- + ;»J^) 7x-JH -^D<^>^^i>\ N- 

(4-11-7-^7*^) -N' - {4- [ (6, 7-?y h*<>-4-*/- 

V>V) 7x^;b} 7U7. N- (4- t -7f^7x_^) -N' - 

{4- [ (6. 7->M h*->-4-*y 7x-M ^U7> N 

- (2- MJ7;l/*o,/f-;U7x^;|,) -n' - {4- [ (6. 7-v> h*-> 
-4-*;>JA) , t*'>] 7x-;H N — (3- hi) 7;^p^f-;b7 

-N' - {4- [(6, 7-^^i/-4-+yji)^>] 7i 
-/W -7 1/7. N- (4-MJ7itD>f;l,7x^) -N' - {4- [(6. 
7-3» h*'>-4-*yj^) ^4.5,] 7x - ;l/ } 7l/7% N _ (2-^4 

*>7x^) -N' - {4- [(6, 7-^h*y-4-*yj;l/) t+->] 
7x-;l/} 71/7. N- (3-y h + ->7x-;U) -N' - {4- [ (6, 7- 
^h + y-4-*;'J^)^ + >/] 7x-;b) 7U7 N N- (4-^ + ->7 
x^;b) -N' - {4- [ (6, 7-vV h*v/-4-*/" *)Jl) 7x 
-'W -7^7x N- (2-7^n7x^) -N' - {4- [ (6, 7-i?/ 
h*S/-4-*V »JA0 7x-;U} 7U7. N- (3 -7;I/*d 7x.=. 

-N' - {4- [(6. 7-^ h*^-4-4-y U40 7^;H 
7U7. N- (4-7Wo7x-;l.) — N' - {4- [ (6, 7-v>V h4i/ 
-4-+y 7xz;H 9U7x N- (4 -7t^7x^) - 

N' - {4- [ (6, h + ->- 4 -+y *4s,] 7x ^, l/ } ^ 

7. N- {4- [ (6. 7-i?y h*->-4-*/ 'J AO 7x-;b} - 
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N' -n-7°nt;;l,7b7 N N-n-7^;b-N' - {4- [(6, 

-N' - {4- [ (6, h + '>-4-**7'ji^) 7i_;H 

7l^7> N- (2-y h*->7x-;U) -N' - {4- [ (6, 7-->V 
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